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=> d 11 

LI HAS NO ANSWERS 
LI STR 




Gl Cb,Hy 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SE/y^CH INITIATED 12:47:49 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 962 TO ITERATE 



100.0% PROCESSED 962 ITERATIONS 

SEARCH TIME: 00.00.01 



12 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE **COMPLETE** 
BATCH ** COMPLETE** 

17380 TO 21100 
33 TO 447 



L2 



12 SEA SSS SAM LI 



=> S 11 SSS full 

FULL SE7VRCH INITIATED 12:47:55 FILE » REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 18 672 TO ITERATE 



100.0% PROCESSED 18672 ITERATIONS 
SEARCH TIME: 00.00.02 



312 ANSWERS 



L3 



312 SEA SSS FUL Ll 



=>. file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
155.42 



TOTAL 
SESSION 
155.63 



FILE 'CAPLUS' ENTERED AT 12:48:04 ON 23 NOV 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 

held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
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American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 23 Nov 2004 VOL 141 ISS 22 
FILE LAST UPDATED: 22 Nov 2004 (20041122/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s 13 
L4 



16 L3 



=> d ibib abs hitstr tot 
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L4 ANSWER 1 OF 16 CAPLUS COPYRIOTT 200< ACS on STN 
ACCESSION MUMBER; 2003:875291 CAPLUS 

DOCUMENT NUMBER: 139:350751 

TITI»E: Preparation of pyrazolo[l» S-alpyrimidine derivatives 

^ as NAD(P)H oxidase inhibitors 

INVENTOR(S): Seno, Kaoru; Niahi, Koichi; Matsuo, Yoshiyuki; 

Fujishita, Toshio 
PATENT ASSIGNEE(S): Shionogi s Co., Ltd., Japan 

SOURCE: PCT Int. Appl.. 240 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: Japanese 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT 


NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


WO 2003091256 




Al 




20031106 




WO 2003-JP5024 




20030418 


V: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, BG, BR, BY, 


BZ, 


CA, CH, CN 




CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


m. 


DZ, 


EC, EE, ES, FI, 


GB, 


GD, GE, GH, 




GM, 


HR, 


HU, 


ID, 


IL. 


IN, 


IS, 


JP, 


KE, KG, KP, KR, 


KZ, 


LC, LK, LR 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, MW, MX, MZ, 


NI, 


NO. N2, OH. 




PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, SK, SL, TJ, 


TM, 


TN, TR, TT, 




TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, 


YU, 


ZA, ZM, 2W 






nw 


GH, 


GM, 


KE, 


L5, 


MV. 


MZ, 


50. 


SL, 


SZ, TZ, UG, ZM, 


ZW, 


AH. AZ, BY, 




KG, 


KZ, 


MD, 


RU, 


TJ. 


TM, 


AT, 


BE, 


BG, CH, CY, CZ, 


DE, 


DK, EE, ES, 




FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, NL, PT, RO, 


SE, 


SI, SK, TR, 




BF, 


BJ, 


CF, 


CG, 


CI. 


CM. 


GA, 


GN, 


GQ, Gtf, ML, MR, 


NE, 


SN, TD, TG 


niTY APPLN. 


INFO. : 












JP 2002-121519 




A 20020423 



OTHER SOUnCE(S): MARPAT 139:350751 

GI 



r3 
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HN 619304-05-1 CAPLUS 

CN Pyrazolo[l,5-alpyrimidine-5-cacboxamide, N-{ (IR) -2-oKO-l-phenyl-2- (l- 
pipecazinyl)ethyl]-3-[4-(phenylmethoIly)phenyl]- (9CIJ (CA INDEX NAME) 

Absolute stereochemistry. 




REFERENCE COUNT: 109 THERE ARE 109 CITED REFERENCES AVAILABLE FOR 

THIS RECORD. ALL CITATIONS AVAILABLE IN THE RE 
FORMAT 



AB Title compda. I (Rl, R2, R3, R4, R5 = H, halo, alkyl, alkenyl, alkynyl, 
cycloalkyl, , aryl, heteroaryl, etc.) and their pharmaceutic ally 
acceptable salts, useful in the prevention of or treatments for diseases 
relating to NAD(P)H. are prepared Thus, N-2-cyclohexylphenyl 
3-(3-chlorophenyl)pycazolo[l,5-a]pyrimidin-5-amide was prepared in several 
steps from Et 7-chloropyrazolo[l, 5-a] pyrimidine-S-carboHylate. 

IT 619304-05-lP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation): USES 
(Uses) 

(preparation of pyrazolo{l,5-a]pyrliitidine derivs. as NAD(F)H oxidase 
inhibitors) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2003:818397 CAPLUS 
139:292500 

Synthesis of 1- (D-cyclopcopylglyclnyl) -4- (piperidin-4- 
yl)piperazine compounds and their effectiveness as 
inhibitors of the serine protease factor Xa for use in 
the treatment of thrombotic disorders in humans or 
animals 

Wiley, Michael Roberta Engel, Gary Lowell 
Eli Lilly and Company, USA 
PCT Int. Appl., 27 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 




KIND 


DATE 




APPLICATION NO. 




DATE 


WO 2003084929 




Al 




20031016 




WO 2003-US7794 




20030324 


WO 2003084929 




CI 




20040S21 










W: AE, AG. 


AL, 


AM. 


AT, 


AU, AZ, 


BA, 


BB, BG, BR, BY, 


BZ, 


CA, CH, CN, 


CO, CR. 


CU, 


CZ. 


DE, 


DK, DM. 


DZ, 


EC, EE, ES, FI, 


GB, 


GD, GE, GH, 


GM, HR, 


HU, 


ID, 


IL, 


IN, IS, 


JP, 


KE, KG, KP, KR, 


KZ, 


LC, LK, LR, 


LS, LT, 


LU, 


LV. 


MA, 


MD, MG, 


MK, 


MN, MW, MX, MZ, 


NO, 


NZ, DM, PH, 


PL, PT, 


RO. 


RU, 


SC, 


SD, SE, 


SG, 


SK, SL, TJ, TM, 


TN, 


TR, TT, TZ, 


UA, UG, 


US, 


UZ, 


VC, 


VN, YU, 


ZA, 


ZM, ZW 






RW: GH, GM, 


KE, 


LS, 


MW, 


MZ, SD, 


SL, 


SZ, TZ, UG, ZM, 


ZW, 


AM, AZ, BY, 


KG, KZ, 


MD, 


RU, 


TJ, 


TM, AT. 


BE, 


BG, CH, CY, CZ, 


DE. 


DK, BE, ES, 


FI, FR, 


GB, 


GR, 


HU, 


IE, IT, 


LU, 


MC, NL, PT, RO, 


SE, 


SI, SK, TR, 


BF, BJ. 


CF, 


CG. 


CI, 


CM, GA, 


GN, 


GQ, GW. ML, MR, 


NE, 


SN. TD. TG 


PRIORITY APPLN. INFO. : 










US 2002-368523P 




P 20020401 




N — ^ ^N-Me 



The compds. of formula (I; R => H, F) or pharmaceutically acceptable salts 
thereof are Factor Xa inhibitors useful in the treatment of thrombotic 
disorders. Synthesis of the title compds. and their mono- or di- 
hydrochloride, maleate, or funarate salts, and their efficacy as Factor Xa 



Habte 
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inhibitors, is given. Thus, D-cyclopropylglycine was N-protected with the 
Boc-group (Boc- - {CH3) 30C(0) -) , which was then reacted with 
1- (l-inethylpiperidin-4-yl) piperazine; this intermediate was then 
N-deprotected to give a trihydrochloride salt, which was condensed with 
4-methoxy-benzoyl chloride to give I (R = H) , which could be used to 
prepd. the previously mentioned salts. In enzyme inhibition assays using 
human Factor Xa, title compds. had apparent assocn. consts. (Kass) of 
*• 14-35 X 106 L/mol. Title compds. were found to significantly 
elongate the partial thromboplastin time (no data) . 

IT 6D976a-52-7P 609768-53'-BP 

RL: RCT (Reactant)r SFN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study): PREP (Preparation); RACT (Reactant or reagent) f 
USES (Uses) 

(preparation of D-cyclopropylglycinyl derivs. for use as inhibitors of 

the 

serine protease factor Xa in the treatment of thrombotic disorders in 
humans or animals) 
RN 609768-52-7 CAPLUS 

CN Benzamide, N- [ (IR) -l-cyclopropyl-2- [4- (l-mGthyl-4-piperidinyl) -1- 
pipera2inyll-2-oicoethylJ-4-methoKy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 



">^"Vr, 



Lv^^jl^NH L^N. 



RN 609768-53-8 CAPLUS 

CN Benzamide, N-l (IR) -l-cyclopEOpyl-2- [4- (l-raethyl-4-piperidinyl) -1- 
piperazinyl]-2-oxoethylJ-3-fluoro-4-methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




609768-54-9P 60976B-55-OP 609768-56-19 
6097S8-57-2P 609768-5B-3P 60976B-59-4P 
«097eS-«0-7P 

RL: SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological 
study); PREP (Preparation): USES (Uses) 

(preparation of D-cycloptopylglycinyl derivs. for use as inhibitors of 
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serine protease factor Xa in the treatment of thrombotic disorders in 
huitana or animals) 

RN 609769-54-9 CAPLUS 

CN Benzamide, N- [ (IR) -l-cyclopropyl-2- [4- (l-methyl-4-piperidinyl) -1- 

piperazinyl]-2<oxoethyl]-4-methoxy-, (2E) '•2-butenedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 609768-52-7 
CMF C23 H34 m 03 

Absolute stereochemistry. Rotation (-). 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shovn. 
/tjE C02H 

HO2C 



RN 609768-55-0 CAPLOS 

CH Benzamide, N-t (IR) -l-cyclopropyl-2- [4- (l-inethyl-4-piperidinyl) -1- 

piperazinyll-2-oxoethyll-4-inethoity-, hydrochloride <4:5) (9CI) (CA INDEX 
NAME) 

Absolute stereochendatry. 
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• 5/4 HCl 

RN 609769-56-1 CAPLUS 

CN Benzamide, N-t (IR) -l-cyclopropyl-2-[4- (l-raethyl-4-piperidinyl) -1- 

piperazinylj -2-OKOethyl] -3-fluorQ-4-iaethOKy-, hydrochloride (9CI) (CA 
INDEX NAME) 

Absolute ateceochemiatry. 




•k HCl 

RN 609768-57-2 CAPLUS 

CN Benzamide, N-[ (IR) -l-cyclopropyl-2- [4- (l-methyl-4-piperidinyl) -1- 

piperazinyl]-2-oxoethyl] -4-methoxy-, (2E) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) ' 

CM 1 

CRM 609768-62-7 
04? C23 H34 N4 03 

Absolute stereochemistry. Rotation (-} . 
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CRN 110-17-8 
CMF 04 H4 04 



Double bond geometry as shown. 



HO2C 



/-^COZH 



RN 609763-58-3 CAPLUS 

CN Benzamide, N- [ (IR) -l-cyclopropyl-Z- [4- (l-methyl-4-piperidinyl) -1- 

piperazinyl]-2-oxoethyl)-4-methoxy-, (2Z) -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 60976B-S2-7 
CMF C23 H34 N4 03 

Absolute stereochemistry. Rotation (-) . 



CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shovn. 
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RN 609768-59-4 CAPLUS 

CN Benzamide, N-[ (IR) -l-cyclopropyl-2- [4- (l-methyl-4-piperidinyl) -1- 

piperazinyl] -2-oxoethyl] -4-mathoxy-, dihydrochlocide (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 



RN 609769-60-7 CAPLUS 

CN Benzamide, N-[ (IR) -l-cyclopropyl-2- [4 -{ l-methyl-4-piperidinyl) -1- 

piperazinyll-2-oxoethyll-4-methoxy-, (2Z) -2-butenedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 60976B-52-7 
CMF C23 H34 N4 03 

Absolute stereochemistry. Rotation (-) . 



CRN 110-16-7 
CMF C4 H4 04 
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M ANSWER 2 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) L4 ANSWER 3 OF 16 CAPLUS COPYRIGHT 2004 ACS on STM 

ACCESSION NUHBER: 2002:964343 CAPLUS 

Double bond geometry as shown. DOCUMENT NUHBER: 138:29109 

TITLE: Preparation of crystal forms of antithcoinbotic 

piperazine derivative 

HOjC'y^ '^''^^'''''^tS) ! Engel, Gary Lowell; Diaeroad, Benjamin Alan 

' I PATENT ASSIGNEE (S): Eli Lilly and Company, USA 

CO2H SOURCE: PCT Int. Appl.. 19 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 

REFERENCE COUNT: 2 THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS LANGUAGE: English 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT FAMILY ACC. NUM. COUNT: 13 

PATENT INFOBMATION: 



PATENT 


NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


WO 


2002100847 




A2 




20021219 




— — 

WO 2002-US16569 


— — 


20020606 


WO 


2002100647 




A3 




20030B21 














W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BE, BG, BR, BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


CU, 


CZ, 


DE. 


DK, 


DM. 


DZ, 


EC, EE, ES, FI, 


GB, 


GD, 


GE, GH, 






GM. 


HR. 


HU, 


ID, 


IL. 


IN, 


IS, 


JP, 


KE, KG, KP, KR, 


KZ, 


LC, 


LK, LR, 






LS, 


LT, 


LU, 


LV, 


MA, 


. MD, 


MG, 


MK, 


MN, MW, MX, MZ, 


NO, 


NZ, 


m, PH, 






PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, SL, TJ, TM, 


TN. 


TR, 


TT, TZ, 






UA. 


UG, 


US, 


UZ, 


VN, 


YU, 


ZA, 


ZM, 


ZW 










RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, TZ, UG, ZM, 


ZW, 


AM, 


AZ, BY, 






KG, 


KZ, 


MD, 


RU, 


TJ. 


TM, 


AT, 


BE, 


CH, CY, DE, DK, 


ES, 


FI, 


FR, GB, 






GR, 


IE. 


IT. 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, BF, BJ, CF, 


CG, 


CI, 


CM, GA, 






GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


5N, 


TD, 


TG . 








wo 


20010963Z3 




Al 




20011220 




WO 2001-GB2553 




20010612 




V: 


AE, 


AG, 


AL. 


AH, 


AT, 


AU, 


AZ, 


BA, 


BB, BG, BR, BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


m, 


DZ, 


EC, EE, ES, FI, 


GB, 


GD, 


GE, GH, 






GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, KG, KP, KR, 


KZ, 


LC, 


LK, LR, 






LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


NK, 


MN, MW, MX, MZ, 


NO, 


NZ, 


PL, PT, 






RO, 


RU. 


SD. 


SE,- 


SG, 


SI, 


SK, 


SL, 


TJ, TM, TR, TT, 


TZ, 


UA, 


UG, US, 






UZ, 


VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ, 


BY, 


KG, KZ, MD. RU, 


TJ, 


TM 






nw: 


; GH, 


GM, 


KE. 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, TZ, UG, ZW, 


AT, 


BE, 


CH, CY, 






DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, LU, MC, NL, 


PT, 


SE, 


TR, BF, 






BJ, 


CF, 


CO, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, MR, NE, SN, 


TD, 


TG 




EP 


1397348 






A2 




20D40317 




EP 2002-778933 




20020606 




R: 


AT. 


BE, 


CH. 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, LI, LU, 


NL, 


SE, 


MC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MX, 


CY, 


AL, TR 








JP 


2004534062 




T2 




20041111 




JP 2003-503615 




20020606 


US 


2003216403 




Al 




20031120 




US 2003-296245 




20030514 


US 


2004162295 




Al 




20040S19 




US 2003-477192 




20031117 



PRIORITY APPLN. INFO.: WO 2001-GB2553 W 20010612 

US 2001-339295P P 20011212 
tfO 2000-GB2302 V 20000613 

GB 2000-30304 A 20001213 

WO 2001-GB2566 W 20010612 

WO 2002-U516569 W 20020606 

AB 1- (lndole-6-cacbonyl-D-phenylglycinyl) -4- (l-raethylpiperidin-4- 

yl) piperazine difuraarate focms a stable crystalline salt and is an 

inhibitor of 

the serine protease and Factor Xa, useful in the treatment of 
cardiovascular disorders, especially a thrombotic disorder. 
IT 47B279-46-BP 
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RL: PEP (Physical, engineering or chemical process) / PRP (Properties) ; PYP 
(Physical process); SPN (Synthetic preparation) i THU (Therapeutic use) f 

BIOL (Biological study); PREP (Preparation); PROC (Process)* USES (Uses) 
(pcapn. of cryat. forms of antithrombotic ( indole cacbonyl - 
phenylglycinyl) ( me thylpiperidinyl) piperazine difunarate) 
RN 478279-46-8 CAPLUS ' 

CN lH-Indole-6-carboxamide, N-[ (IR) -2-[4- (l<methyl-4-piperidinyl) -1- 

plperazinyl] -2-oxo-l-phenylethyl]-, (2E)-2-butenedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CBN 313489-71-3 
CMF C27 H33 N5 02 

Absolute stereochemistry. Rotation (-) . 
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■a 



o 



■a 



CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

IT 313469-71-3 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of crystalline forms of antithrombotic (indolecacbonyl- 
phenylglycinyl) (methylpiperidinyl) piperazine difumarate) 
RN 313489-71-3 CAPLUS 

CN IH-Indole-e-cathoaamide, H-[ (IR) -2- [4- {l-methyl-4-pipecidinyl) -1- 
pipera2inyl]-2-OHO-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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ACCESSION WUMBER: 2002:946267 CAPLUS 

DOCUMENT NUMBER: 138:24727 

TITLE: Preparation of 2- [ (piperazinocarbonylmethyl) aminocarbo 

nyljquinolines as platelet adenosine diphosphate 

receptor antagonists 
INVENTOR(S): Bryant, Judi A.; Buckman, Brad O.t Islam, Imadul; 

Mohan, Raju; Horrisaey, Michael M. ; Wei. Guo Pin; Ku, 

Wei: Yuang, Shendong 
PATENT ASSICNEE(S): Schering Aktiengesellschaft. Germany 

SOURCE: PCT Int. Appl., 208 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 




KIND 


DATE 






APPLICATION 


NO. 




DATE 


tfO 


2002098856 




A2 




20021212 




VO 2002- 


-US17821 




20020606 


VO 


2002098856 




A3 




20040304 
















W: AE, AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, BG, 


BR. 


BY, 


BZ, 


CA, CH, CN, 




CO, CR, 


CU, 


CZ. 


DE, 


DK, 


DM, 


02, 


EC, EE, 


, ES, 


FI, 


GB, 


GD, GE, GH, 




GH, HR, 


HU, 


ID, 


IL. 


IN, 


15, 


JP, 


KE, KG, 


KP, 


KR, 


K2, 


LC, LK, LR, 




LS, LT, 


LU, 


LV, 


MA, 


HD, 


MG, 


MK, 


MN, Mtf, 


MX, 


MZ, 


NO, 


NZ, OM, PH, 




PL, PT, 


RO, 


RU, 


SO, 


SE, 


SG, 


SI, 


SK, SL, 


TJ, 


TM, 


TN, 


TR, TT, TZ, 




UA, UG, 


US, 


U2, 


VN, 


YU, 


ZA, 


ZM, 


ZW 












RV: GH, GM, 


KE. 


LS, 


MW, 


MZ. 


SD, 


SL, 


SZ, TZ, 


UG, 


ZM, 


ZW, 


AM. AZ, BY, 




KG, KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


CH, CY, 


DE, 


DK, 


ES, 


FI, FR, GB, 




GR, IE, 


IT, 


LU, 


HC, 


NL, 


PT, 


SE, 


TB, BF, 


BJ, 


CF, 


CG, 


CI, CM, GA. 




GN, GQ, 


GV, 


ML, 


MR, 


NE, 


SN, 


TO, 


TG 










US 


2003060474 




Al 




20030327 




US 2002- 


-163742 




2002060B 


EP 


1412349 




A2 




20040428 




EP 2002- 


■746471 




20020606 




Rj AT, BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, 


LI, 


LU, 


NL, 


SE, MC, PT, 




IE, SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, TR 










JP 


2004532686 




T2 




20041028 




JP 2003- 


-501945 




20020606 


(RITY APPLN. INFO 














US 2001 


296498P 




P 20010606 


















US 2002- 


-163742 




A 20020605 


















WO 2002- 


-US17821 




V 20020606 



OTHER S0URCE(5): MARPAT 136:24727 

GI 
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AB The title compda. (I; a, b = 1-4; A = CH, N; Rl = H, alkyl, aryl, etc.t R2 
" H, alkyl, aryl, etc.; R3 » H, alkyl, OH, etc.; R4 = H, alkyl, alkosy, 
etc.; R5 ° H, alkyl, hydroKyalkyl, etc.: R6 =» NR7C0, C0NR7; R7 = H, alkyl, 
carboxyalkyl, alkoxycarbonylalkyl] , useful as inhibitors of platelet 
aggregation and thrombus formation, were prepared and formulated. Thus, 
amidation of 7-methyl-4-hydroKy-2-carboKyquinoline with 

4-ethoxycarbonyl-l- [l-amino-3- (1, l-dimethylethoxycarbonyljpropyl] carbonylp 
iperazine (preparation of both reactants given) afforded 681 I [Rl = C02Et; 

R2 

- tert-BuOCOCH2CH2f R3 - OH; R4 - 7-Mer R5 - H: R6 - NHCO; A - N] . The 

corapda. I demonstrated their ability to inhibit the binding of 
[33P] -2-raethylthio-ADP binding to the human platelet ADP receptor and the 
rat platelet ADP receptor. 
IT 4->B003-«l-lP 478007-13-SP 47e007-14-6P 

RL: PAC (Pharmacological activity) t 5PN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation) 2 USES 
(Uses) 

(preparation of 2- [ (pipe razinocarbonylmethyl) aminocarbonyl] quinolines as 
platelet ADP receptor antagonists) 
RH 478003-61-1 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4- [ (4-hydroJiyphenyl) [ ( (4-methoxy-2- 

quinoUnyl) carbonyl) amino) acetyl] ethyl ester (9CI) (CA INDEX NAME) 



O 




OH 



Wi 47B007-13-5 CAPLUS 

CN l-Pipecazinecarbozylic acid, 4-[ (4-carbo8yphenyl) [ [ (4-methoxy-2- 

quinolinyDcarbonyl) amino] acetyl] >, 1-ethyl ester (9CI) (CA INDEX NAME) 
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478007-14-6 CAPLUS 

1 -Pipe razinecar boxy 11c acid, 4- [ [4- (carboxymethoxy) phenyl] [ [ {4-Riethoxy-2- 
quinolinyl)carbonyll ami no] acetyl]-, 1-ethyl ester (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) ; 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2002:814268 CAPLUS 
137:333140 

Guanylhydrazone inhibitors of protein production from 
AU-rich element-containing mRNAs, their arynthesis and 
use in therapy 

Giordano, Tony; Sturgess, Michael A. 

Message Pharmaceuticals, Inc., USA 

PCT Int. Appl., 147 pp. 

CODEN: FIXXD2 

Patent 

English 



PATENT NO. 

WO 2002083842 
WO 2002083842 
WO 2002083842 
W: AU, CA, 
RV: AT, BE, 



KIND DATE 



APPLICATION NO. 



CH, DE, 
CH, CY, 



PT, SE, TR 



20021024 WO 2002-US10898 20020408 
20030501 
20040429 
DK, ES, GB, JP, NO, SE, US 

DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, 



US 2002-117955 
US 2001-282974P 



20020406 
20010410 



US 2003199453 Al 20031023 

PRIORITY APPLN. INFO.: 

OTHER SOURCE(S): MARPAT 137:333140 

AB The invention features guanylhydrazone compds. 

R1C(:X)C6H4C0NHCH(CHZR2)C0N(R3) (CH2) mN (R4) COCH(CH2R5) NHCOC6H4C (R6) ;NNHC(:N 
H)NH2 (I; R1,R6 » alkyl, aryl; R2.R5 - H, alkyl, aryl; R3,R4 = H, alkyl; X 
= O, H2N(HN:)CNHN-; m a 2) that inhibit secretion of a protein 
encoded by an AU-rich element-containing (ARE) -mRNA or that modulate 
regulation of an ARE-mRNA. I are useful for the treatment or prevention 
of conditions involving proteins encoded by ARE-nRNAs, such as tumor 
necrosis factor «, interleukins, interferons, and cyclooxygenases 1 
and Z. Such conditions include inflammation, arthritis, autoimmune 
diseases, septic shock, blood clotting, and stroke. Thus, compds. were 
tested in a high-throughput, macrophage-based luciferase reporter assay. 
Mouse 264.7 cells transformed with an expression vector containing the 
luciferase gene flanked by CHV promoter and tumor necrosis factor m 
3'-UTR were used. Compds. identified in this assay were tested for their 
ability to inhibit tumor necrosis factor a secretion. 

IT 473913-71-2P, MES 10229 473913-73-4P, MES 10246 
473913-75-6P, MES 10253 473913-76-7P, MES 10255 
473913-B2-5P, MES 10301 

RL: BSU (Biological study, unclassified); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation) f USES 
(Uses) 

(guanylhydrazone inhibitors of protein production from AU-rich 
element-containing mRNAs, their synthesis and use in therapy) 
RN 473913-71-2 CAPLUS 

CN Benzamidft, 4-benzQyl-N- [2- [4- [1, 4-dioxo-4- (4-phenyl-l -piperazinyl) butyl] -1- 
piperazinyi]-2-oxo-l-phenylethylJ - (9CI) (CA INDEX NAME) 



Habte 
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N — C-CH-NH-C- 



k^N C-CH2-CH2-C — N.,^ C-CH2-CH2-C — H^^^ 



BN 473913-73-4 CAPLUS 

CN Be nzamide , 4 -benzoyl ->M> ( 2- [ 4 - [ 1 , 5 -dioxo- 5 - ( 4 -phenyl- 1 -pipe r azi nyl ) penty 1] - 
l-piperazinyl]-2-oxo-l-phenyl8thyl]- (901) (CA INDEX NAME) 



II 

0 Ph 0 ^C-Ph 

— c- (ai2)3-c— N,^ 



RN 473913-75-6 CAPLUS 

CN Benzamide, 4-acetyl-N-(2-[4-(l,4-dioxo-4- (4-phenyl-l-piperazinyl)butyl] -1- 
piperazinyl] -2-oxo-l-phBnylethyl] - (9CI) (CA INDEX NAME) 



0 Ph 

C-CH2-CH2-C N.,^^ 



RN 473913-76-7 CAPLUS 

CN Benzamide, 4-acetyi-N- [2-[4- [1, 5-dioxo-5- (4-phenyl-l-piperazinyl) pentyl) -1- 
pipei:azinyl]-2-OKo-l-phenylethyll- (9C1) (CA INDEX NAME) 



II « f^r 

C- (CH2)3-C N.^ 



0 Ph 

II I 

C-CH-NH-C 



RN 473913-82-5 CAPLUS 

CN Benzamide, 4-benzoyl-N- [2-C4-t4- (*-»nethyl-l-pipeerazinyl) -1, 4-dioKobutylJ -1- 
piperazinyl] -Z-OKO-1 -phony lethyl] - (9CI) (CA INDEX NAME) 
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Preparation of meta-benzamidinG derivatives of amino 
acids or dipeptides as serine protease inhibitors 
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tfaszkowycz, Bohdan; Murray, Christopher William; 
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Stephen Clintoni Morgan, Phillip John 
Tularik Ltd., UK 

U.S. Pat. Appl. Publ.. 35 pp., Cont. -in-part of U.S. 
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r1r2n'^NR1 



X-X— Y-L-Lp(D)n 



AB Title compds. I [Rl, R2 = H. OH, alkoxy, alkyl, aminoalkyl, hydronyalkyl, 
alkoxyallcyl, alkoxycarbonyl, acyloKymethoxycacbonyl or alkylamino 
nationally substituted by hydroxy, alkylamino, alkoiiy, oxo, aryl, 
cycloalkylj R3 «=• Rl, R2, amino, halo, cyano, nitro, thiol, alkylthio, 
alkylsulfonyl, alkylsulfenyl, alkylsulf onamido, alkylaiuinosulfonyl, 
haloalkoxy, haloalkyl; X = C, N, 0, S, CO, CRl, C(R1)2, NRl with at least 
one X being C, CO, CRl or C(R1)2, with the proviso that if the benzamidina 
group is unsubstituted and the X-X group is -CH2C(R1)2-, then Rl = H or 
attached to the alkylene carbon atom by a heteroatomf L - organic linker 
containing 1-5 backbone atoms selected from C, N, O and S, or a branched 

alkyl 

or cyclic group; Y «» N, CRl; YL = cyclic group; Cy •» (un) saturated, 
(poly) cyclic, (hetero) cyclic group optionally substituted by groups R3 or 
Ph optionally substituted by R3; Lp = lipophilic alkyl. heterocyclic, 
alkenyl, alkaryl, (poly) cycloa Iky 1, cycloalkenyl, aryl. aralkyl, 
haloalkyl, or a combination of two or more such groups optionally 
substituted by ona, oko, aza, thio. halo, amino, hydroxy or by R3j D = H 
bond donor group; n = 0-2], or corresponding compds. in which the 
(un) substituted amidino group R1R2NC(:NR1) is replaced with an 
(un) substituted arainomethyl group, or their physiol. tolerable salts were 
prepared as serine protease inhibitors useful as antithrombotic agents. 
3-Amidino- and 3- (aminomethyl) benzoyi-D-phenylglycine 4- 
aminomethylcyclohexylmethylamide are among 190 compds. synthesized. 
IT 221237-68-9P 221237-74-1P Z21237-81-6P 
221237-90-7P 221237-98-SP 221230-06-9? 

221240- 62-6P 221240-91-lP 221240-9T-7P 

221241- 03-eP 221241-09-4P 221241-14'-1P 

221241- 19-6P 221241-24-3P 221241-2»-ep 

221242- ie-BP 221242-26-8P 221242-30-4P 
221242-34-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of nota-benzamidine derivs. of amino acids or dipeptidaa as 
serine protease inhibitors) 
RN 221237-68-9 CAPLUS 

CN Benzamide, N- [ (IH) -2- ( 4- (4-acetylphenyl) -l-piperazinyl] -2-oxo- 1- 
phenylethyl] -3- (aminolminonethyl) - (9CI)' (CA INDEX NAME) 

Absolute steroochefflistry. 
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RN 221237-74-7 CAPLUS 

CN Benzamide. 3- (aminoiminomethyl) -N- [ (IR) -2-[4- (4-inethoxyphenyl) -1- 
plperazinyl]-2-oxo-l-phenylethyl]- (9CI] (CA INDEX NAME) 

Absolute stereochemistry. 




m 221237-81-6 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- (4- (4-chlocDphenyI) -1- 
piperazinyl]-2-0J!0-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute 3terecx;hemi9try. 




RH 221237-90-7 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2-oxo-l-phanyl-2- (4-phBnyl-l- 
pipecazinyl) ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221237-98-5 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- [4-1 (4-raethylphenyl) sulfonylj -1- 
piperazinyl]-2-oj(o-l-phenylethyI]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 221238-06-8 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- (4-benzoyl-l-piperazinyl) -2-oxo- 
1-phenylethyl] - (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 221240-62-6 CAPLUS 

CN Carbamic acid, ( [3-[ ( I (IR) -2-[4-(4-chlorophenyl) -l-piperazinyll-2-OKO-l- 
phenylethyl] amino) carbonyl] phenyl] iminomethyl]-, ethyl ester (SCI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 221240-91-1 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- ( (IR) -2- [4- (4-nitrophenyl)-l- 
piperazinyl]-2-oxo-l-phenylethyl]- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PH 221241-09-4 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N-t (lR)-2-oxo-l-phenyl-2-[4- (4-pyridinyl) - 
1-piperazinyll ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 221240-97-7 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- [4- (4-aminophenyl) -1- 
piperazinyl]-2-oHo-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-03-8 CAPLU5 

CN Benzamide. 3 (anvinoiminomethyl) N-niR)-2-[4-(4 fluorophenylj-l- 
pipecazinyl] -2-Qxo-l-phenylethyll - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 221241-14t1 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- { (IR) -2-OKO-l-phenyl-2- (4- (2-pyridinyl) - 
1-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0*^ 




RN 221241-19-6 CAPLUS 

CN Benzamide, 3- ( aminoiminomethyl) -N- [ (IR) -2-oxo-l-phenyl-2- [4- (phenylmethyl) - 
1-piperazinyl] ethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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m 221241-24-3 CAPLUS 

CN Benzamide, 3-(aminoiminoraethyl)-N-[ (IR) -2-[4-(3-chlorophenyl)-l- 
plpe^a^inyll-2-OKO-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




m 221241-29-8 CAPLUS 

CN Benzamide, 3- (aniinoiniinomethyl) -N- [ (IR) -2- ( 4- (2-chlorophenyl) -1- 
piperazinyl]-2-oKo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221242-1S-8 CAPLUS 

CN Propanoic acid, Z, 2-dimethyl-, [ [ [ [ [3-[ [I (IR) -2-[4- (4-chlorophenyl) -1- 

pipecazinyl] -2-oxo-l-phenylethyl] amino] carbonyl) phenyl) iminomethyl] amino] c 
arbonyljoity) methyl ester (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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PAGE 1-A 




PAGE 1-B 



^Bu-t 

RN 221242-26-8 CAPLUS 

CN Carbamic acid, [ [3-[ [[ (IR) -2-[4- (4-chlorophenyl)-l-piperazinyl] -2-oxo-l- 
phenylethyl] amino] carbonyl] phenyl] iminomethyl] -, phenylnethyl ester (9CI } 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 221242-30-4 CAPLUS 

CN Carbamic acid, [ [3- [ [ [ ( IR) -2- [ 4- (4 -chlorophenyl) -l-pipecazinyl] -2-oko-1- 
phenylethyl] amino] carbonyl] phenyl] iminomethyl] -, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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^OBu-t 



RN 221242-34-fl CAPLUS 

CN Benzamide, 3-[ (acetyla]iiino)iroinomethyl]-N-[ (lR)-2-[4-(4-chlorophenyl)-l- 
piperazinyl]-Z-OKO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 2002:123665 CAPLUS 

DOCUMENT NUMBER: 136:303572 

TITLE: PROSELECT: Combining Structure- Based Drug Design and 

Array-Based Cheititstry for Rapid Lead Discovery. 2. The 
Development of a Series of Highly Potent and Selective 
Factor Xa Inhibitors 

AUTHOR(S): JJiebeschuetz, JohnW.f Jones, Stuart D.r Morgan, 

Phirilp~!rry»Murray, Chris V.t Rimmer, Andrew D.; 
Roscoe, Jonathan M. E.; Waszkowycz, Bohdani Welsh, 
Pauline M. ; Wylie, William A. 7 Young, Stephen C.j 
Martin, Harry; Mahler, Jacqui; Bratiy, Leo; Wilkinson, 
Kay 

Protherics Molecular Design, Macclesfield, SKll OJL, 
UK 

Journal of Medicinal Chemistry (2002), 45(6), 
1221-1232 

CODBN: JMCMABj ISSN: 0D2Z-26Z3 
American Chemical Society 
Journal 
English 

In silico screening of combinatorial libraries prior to synthesis promises 
to be a valuable aid to lead discovery. PROSELECT, a tool for the virtual 
screening of libraries for fit to a protein active site, has been used to 
find novel leads against the serine protease factor Xa. A small seed 
template waa built upon using three iterations of library design, virtual 
screening, synthesis, and bid. testing. Highly potent mols. with 
selectivity for factor Xa over other serine proteases were rapidly 
obtained. 
410527-a3-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) i BIOL (Biological study) i PREP (Preparation) ; USES 
(Uses) 

(combining structure-based drug design and array-based chemical for 
development of a series of potent and selective factor Xa inhibitors) 
410527-83-2 CAPLUS 

Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- [4- (4-chlorophenyl) -1- 
piperazinyl] -2-OKO-l-phenylethyl] -, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



CORPORATE SOURCE: 



PUBLISHER: 
DOCUMENT TYPE! 
LANGUAGE: 



CRN 221237-81-6 

CHF C26 H26 Cl NS 02 



Absolute stereochemistry. 
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MARPAT 136:54020 










AB Compds. R2-X-X- 


Y(Cy 


-L-Lp(D)n [R2 ia a 


5- 


or 6-menibered 


aromatic carbon ring 



optionally interrupted by a N, O or S ring atom, optionally substituted at 
the 3 and/or 4 position or forms a fused ring system at these positions, 
vhlch is an optionally substituted 5- or e-membered carbocyclic or 
heterocyclic ring, or substituted at the position alpha to X-X, with the 
proviso that R2 can not be aminoiaoquinolyl; X ia a C, N, O or S atom or a 
CO, CBla, C{Rla)2 or NRla group [at least one X is C, CO, CRla or 
C(Rla)2], where Rla represents H, OH, alkoxy, alkyl. antiinoallcyl, 
hydroKyalkyl. allcoxyallcyl, alkoxycarbonyl, alkylaminocarbonyl, 
alkojiycarbonylamino, acyloxymethoxycarbonyl or alkylamino optionally 
substituted by OH, alkylamino, alkowy, oxo, aryl or cycloalkyl; Y is a N 
atom or a CBlb group (Rib defined as for Rla); Cy is an (un) substituted, 
(un) saturated, mono- or polycyclic, homo- or heterocyclic group; -L-Lp(D)n 

is 

4-3ubstituted l-piperazinecarbonyl] or their physiol. -tolerable salts were 
prepared for use as serine protease inhibitors. Compds. of the invention 
were found to significantly elongate the partial thromboplastin time 
(prothrombin time). Thus, 1- (4-methojiybenzoyl-D-phenylglycinyl) -4- 
phenethylplperazine was prepared in the first of 82 examples. 

IT 3B1722-41-4P 3fll722-57-2P 

RL: BYP (Byproduct); PREP (Preparation) 

(preparation of amino acid derivs. as serine protease inhibitors) 

BN 381722-41-1 CAPLUS 

CN Benzamide, N- ( (IS) -1- (2-chlorophenyl) -2- [ 4 - ( l-methyl-4-piperidinyl) -1- 
piperazinyl] -2-oxoethyl] -4-methoKy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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OMe 



RN 381722-57-2 CAPLUS 

CN lH-Indole-6-carboxamide, N-[ (IS) -1- (2-chlorophenyl) -2- [4- (l-methyl-4- 
piperidinyl) -1-piperazinyl] -2-oxoethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 313489-70-2P 313489-71-3P 3B1720-tt2-3P 
381720-64-5P 381721-10-4P 3B1721-12-6P 
3ai721-27-3P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation) 7 RACT (Reactant or reagent); USES (Uses) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 313489-70-2 CAPLUS 

CN Benzamide, 4-methoxy-N-[ (IR) -2- [4- (l-methyl-4-piperidinyl) -1-piperazinylJ - 
2-oxo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



Habte 
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.CMe 



RN 313489-71-3 CAPLUS 

CN IH- Indole- 6- carboxamide, N-[ (lR)-2-[4- (l-raethyl-4-piperidinyl) -1- 
piperazinyl]-Z-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




BN 381720-62-3 CAPLUS 

CN IH-Indole-e-carbojiamide, N- [ <1R) -2-OKo-l-phenyl-2- [4- [2- (4- 
pyridinyl) ethyl} -1-pipecazinyl] athyl] - (9CI) (CA INDEX NAME) 

Absolute stereocheniistry. 




BN 381720-64-5 CAPLUS 

CN IH- I ndole-6- carboxamide, 3-chloro-N- ( (IR) -2-oxo-l-phenyl-2-[4-t2-(4- 
pyridinyl) ethyl] -1-piperazinyl] ethyl)- <9CI) (CA INDEX NAME) 

Mbsolute stereochemistry. 
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Cl 



RN 38172X-10-4 CAPLUS 

CN IH-Indole-e-carboxaiRide, N-t (IR) -2- [4- [2- (3-f luoro-4 -pyridinyl) ethyl] -1- 
piperazinyll-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3817Z1-1Z-6 CAPLUS 

CN lH-Indole-6-carboxamide. H-[ (IR) -2-(4- [2- (2-cyano-4-pyridinyl) ethyl] -1- 
piperazinyl]-2-oKo-l-phenylethyll- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



CN 




RN 381721-27-3 CAPLUS 

CN IH-Indole-e-carboxamide, N-l (IR) -2-OHO-l-phenyl-2- [4- (2-pheiiylethyl) -1- 
piperazinyl) ethyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 



"^N^^ Ph o 



IT 313488-33-4P 3I3489-20-2P 313489-22-4P 
313489-25-7P 31348»-Se-6P 313489-59-TP 
313489-60-OP 3134S9-61-1P 313489-C2-2P 
313489-63-3P 3134S9-64-4P 313489-6S-5P 
313489-66-6P 313489-67-7? 313489-72-4P 
313489-73-5P 313690-67-4P 381720-59-8P 
381720-66-7? 381720-6e-9P 381720-69-0? 
381720-71-4P 3B1720-73-6P 381720-75-8P 
381720-77-OP 381720-79-2P 381720-80-5? 
381720-B1-6P 3B1720-82-7P 381720-83-8? 
381720-84-9? 381720-85-0? 381720-86-1? 
381720-e7-2P 381720-B8-3P 381720-89-4? 
3B1720-90-7P 3ei720-91-8P 381720-92-9P 
381720-93-0? 381720-95-2P 381720-96-3P 

381720- 97-4P 381720-98-5P 381720-99-6? 

381721- 00-2P 381721-01-3? 381721-02-4? 
381721-04-6? 381721-06-8? 381721-08-0? 
381721-09-1? 381721-11-5P 381721-13-7? 
381721-14-8? 381721-15-9? 381721-16-0? 
381721-17-1? 3B1721-18-2P 381721-19-3? 
381721-20-6? 3dl721-21-7P 381721-22-8? 
381721-23-9? 381721-24-OP 381721-25-1? 
381721-26-2? 381721-28-4P 381721-29-5P 
381721-30-6? 381721-31-9P 381721-32-0? 
381721-33-1? 381721-34-2P 381721-35-3? 
381721-36-4? 381721-37-5? 381721-38-6? 
381721-39-7? 381721-40-OP 381721-41-1? 

381721- 42-2? 381721-43-3P 381721-44-4? 
3ei721-45-5P 381721-46-6P 381721-47-7? 

381722- 62-9? 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) > THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of amino add derivs. as serine protease inhibitors) 
RN 3134BB-33-4 CAPLUS 

CN Benzoic acid, 4- [ (IR) -l-[ (lH-indol-6-ylcarbonyl) amino] -2- [4- (l-methyl-4- 
pipe^idinyl) -1-piperazinyl] -2-oxoethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




313489-20-2 CAPLUS 

Benzamide, 4-methoity-N-[ (IR) -2-OKO-l-phenyl-2-t4- (4-piperidi^ylJnethyl)-l- 
pipe^azinyl] ethyl] trifluocoacetate (2:5) (9CI) (CA INDEX NAME) 



CRN 313489-19-9 
CHF C26 H34 N4 03 



Absolute stereochettistry. 




CRN 76-05-1 
CMF C2 H F3 02 



F-O-CO2H 



RN 313489-22-4 CAPLUS 

CN Benzamide, 4-metho»y-N-[ (IR) -2-[4-[ [1- (1-raothylethyl) -4- 

piperidinyl] methyl] -l-piperazinyl] -2-oxo-I-phenylethyl} -, trihydrochloride 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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• 3 HCl 

IU4 3134B9-25-7 CAPLUS 

CN BenzamidCr N-( (IR) -2-(4- (2-cyclopentylethyl) -1-piperazinyl] -2-o«o-l- 
phenylethylI-4-methoxy-, monohydcochloride (9CI) (CA INDEX NAME) 

Absolute stereocheinistEy. 




• HCl 

m 313489-58-6 CAPLUS 

CN Benzamide, 4 -methoxy-N- [ (IB) -2-OKO-l-phenyl-2-t4- t2-pyridinyl»ethyl) -1- 
pipecazinyl] ethyl]- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




pipecazinyl] ethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (ConUnued) 
Absolute stereochemistry. 




RN 313489-60-0 CAPLUS 

CN Benzamide, 4 -methoxy-N- [ (IR) -2-oKo-l-phenyl-2- {4- (4-pycidinylmethyl) -1- 
pipecazinyl] ethyl) - (9CI) (CA INDEX NAME) 

Absolute stereocheiuistcy. 




RN 3134B9-61-1 CAPLUS 

CN Benzamide, 4-fflethoHy-N-( (IR) -2-oao-l-phenyl-2-[4- (2-phenylethyl) -1 
piperazinyl) ethyl]- (9CI) (CA INDQC NAME) 

Absolute stereochemistry. 




RN 313489-62-2 CAPLUS 

CN Benzamide, N-t (IR) -2- [ 4- (1-ethylpropyl) -1-piperazinyl] -2-oMo-l- 
phenylothyl] -4-roethoxy- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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RN 313489-63-3 CAPLUS 

CN Benzamide, N- [ (IR) -2- (4 -cyclopentyl-l-piperazinyl) -2-oxo-l-phenylethyll -4- 
nethoxy- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313489-64-4 CAPLUS 

CN Benzamide. 4-methoxy-N- ( (IR) -2-oxo-l-phenyl-2- [4- (tet^ahydro-2H-thiopy^an- 
4-yl) -1-piperazinyl] ethyl] - (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




OMe 



RN 313489-65-5 CAPLUS 

CN Benzamide, N- [ (IR) -2- [4- (2, 3-dihydro-lH-inden-2-yl) -1-piperazinyl] -2-oxo-l- 
phenylethyl]-4-methoHy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN Benzamide, 4 -methoxy-N- [ (IR) -2-oxo-l-phenyl-2- [4- (phenylmethyl) -1- 
piperazinyl] ethyl] - (9CI) (OA INDEX NAME) 

Absolute stereochenistry. 




RN 313489-67-7 CAPLUS 

CN Benzamide, N-[(1R) -2-[4- (cyclohexylmethyl) -1-piperazinyl] -2-oxo-l- 
phenylethyl] -4-methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OMe 



RN 313489-72-4 CAPLUS 

CN lH-1 ndole-6-carboKaniide, 3-niethyl-N- [ (IR) -2- [ 4 - ( 1 -methyl-4 -piperidinyl) -1- 
pipeE:azinyl]-2-oxo-l-phenylethylI- (SCI) (CA INDEX NAME) 

Absolute stereochenistry. 



Habte 
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He 



RN 3134$9-73-5 CAPLUS 

ON lH-Indole-6-carboxamide, 3-chloro-N-[ (IR) -2-[4- (l-methyl-4-pipecidinyl) -1- 
piperazinyl]-2-OKO-l-phenylethyl]- (9CI) {CA INDEX NAHE) 

Absolute atereochemiatry. 




RN 313690-67-4 CAPLUS 

CN Benzamide, 4-inethoKy-N-I (IR) -2-14- {4-inethylcycloheByl) -1-piperazinyl] -2- 

OKO-l-phenylethyll- (9CI) (CA INDEX NAME) 

Abaolute stereochemistry. 




OMe 



BN 381720-59-e CAPLUS 

CN Benzamide, 4~methoxy-N-[ (IR) -2-oxo-l-phenyl-2- [4- [2- (4-pyridinyl)ethyl] -1- 
piperazinyl]athyl]-, dl hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 200* ACS on STO (Continued) 
Absolute stereochemistry. 




#2 HCl 

RN 381720-66-7 CAPLUS 

CN lH-Iiidole-2-carboHainide, 5-chloco-N- ( (IB) -2-OKO-l-phenyl-2- [4- [2- (4- 
py cidinyl) ethyl]-! -pipe razinyll ethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Cl' 




BN 381720-68-9 CAPLUS 

CN lH-Xndole-2-carboicamide, N- [ (IR) -2-oxo-l-phenyl-2- [4- [2- (4- 
pyridinyl) ethyl] -l-piperazinyl] ethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L4 ANSWEB 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on 5TH (Continued) 
RN 381720-69-0 CAPLUS 

CN lH-lndole-6-carboHamide, 3-methyl-N- [ (IR) -2-oiio-l-phenyl-2- (4-£2- t4- 
pyridinyl) ethyl] -1-piperazinyl] ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 381720-71-4 CAPLUS 

CN Benzamide, 4-inethoxy-N- [ (IR) -2-oi!0-l-phenyl-2-[4-[2-(2-pyrldinyl)ethyll -1- 
piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




BN 381720-73-6 CAPLUS 

CN lH-Indole-6>carboxamide, 3-chloro-N>[ (IR) -2-08o-l-phenyl-2- [4-(2- (2- 
pyridinyX) ethyl] -1-piperazinyl) ethyl]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




Cl 



RN 381720-75-8 CAPLUS 

CN lH-lndole-6-carboxamide, N-t (IR) -2-oxo-l-phenyl-2-[4-(2- (2- 
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pyridinyl) ethyl] -1-piperazinyl) ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 381720-77-0 CAPLUS 

CM Benzamide, 4<methoxy<N- [2-oxo-l- (2-pyridinyl) -2-[4-[2-(4-pyridinyl) ethyl] - 
1-piperazinyl] ethyl]-, tri hydrochloride (9CI) (CA INDEX NAHE) 



C— NH-CH— C N,,,^ 



#3 HCl 



BN 381720-79-2 CAPLUS 

CN lR-Indole-6-carboxamide, 3-chloro-N- [2-OKO-l- (2-pyridinyl) ~2-[4-[2- (4- 

pyridinyl) ethyl] -1-piperazinyl) ethyl]-, tri hydrochloride (9CI) (CA INDEX 
NAME) 




• 3 HCl 



BN 381720-80-5 CAPLUS 

CN lH-Indole-6-carboxamide, 3-methyl-N- t2-oxo-l- (2-pyridinyl) -2- [4- (2- (4- 
pyridinyDathyl)- 1-piperazinyl] ethyl]- (9CI) (CA INDEX NAHE) 



Habte 



11/23/2004 
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Page 16 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STM (Continued) 



O 

CH2-CH2 1*-.,^ 



N C-CH-NH-( 



6 



RN 381720-81-6 CAPLUS 

CN IH-Indole-e-carboxamide, N-[2-oxo-l- (2-pyeidinyl)-2-{4-(2- {^- 
pyridinyl) ethyl] -l-piperazinyl] ethyl) - (9CI) (CA INDEX NAME) 



6 



BN 381720-82-7 CAPLUS 

CN lH-Indole-6-carbDxafflide, N-[ (IR) -2-oxo'-l>phenyl-2-[4>[2- (3- 
pyridinyl) ethyl] -1-pipecazinyl] ethyl] - (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 39172D-83-8 CAPLUS 

CN lH-Indole-6-carboxarnide, N- [ (IH) -2-oxo-l-phenyl-2- [4- {2-pyrazinylethyl) -1- 
piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




RN 381720-84-9 CAPLUS 

CN IH-Indole-e-carboxamide, N-[ (IR) -2-14- [2- (IH-imidazol-l-yl) ethyl] -l- 
piperazinyl]-2-oKo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



"N'"^^ Ph O 



RN 381720-65-0 CAPLUS 

CN lH-Indole-6-carboxamide, N- [ (lR)-2-oxQ-l-phenyl-2- [4-(2- (IH-pyrazol-l- 
yl) ethyl] -l-piperazinyl] ethyl]- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



^ Ph O 



RN 381720-86-1 CAPLUS 

CN lH-Indole-6-carbonamlde, N-[ (IR) -2-[4-[2- (lH-imidazol-4-yl) ethyl] -1- 

piperazinyl]-2-oKO-l-phenylethyl] dihydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 



O 




H 



RN 381720-87-2 CAPLUS 

CN IH-Indole-e-cacboKamide, N- ( (IR) -2-oxo-l-phenyl-2- [4- [2- (lH-pyrazol-4- 
yl) ethyl] -l-piperazinyl] ethyl]-, hydrochloride (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




H 



RN 381720-68-3 CAPLUS 

CN lH-Indole-6-carboKamide, N-[ (IR) -2-oKO-l-phenyl-2-[4-t2-(3- 

pyridazinyl)ethyll -l-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 




RN 3B17Z0-89-4 CAPLUS 

CN Benzamide, 4-methoxy-N- (2-nethoxyphenyl) -2-OXO-2- [4-{2- (4- 



Habte 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
pyridinyl) ethyl] -l-piperazinyl] ethyl] - (9Cl) (CA INDEX NAME) 



j^^^N CH2-CH2- 



381720-90-7 CAPLUS 

lH-Indole-6-carboxamicie, N- [1- (2-inethoxyphenyl) -2-OXO-2- [4- [2- (4- 
pycidinyl) ethyl] -l-piperazinyl] ethyl]-, dihydrochloride (9CI) (CA INDEX 
NAME) 



-O 



N C-CH-NH 



& 



RN 381720-91-8 CAPLUS 

CN Benzamide, 3-amino-N-{ (IR) -l-[2- (aminocarbonyl)phenyll-2-oxo-2-(4-(2- 
phenylethyl)-^-pipera2inyl] ethyl] -4-chloro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 381720-92-9 CAPLUS 

CN Benzamide, 3-amina-N- [ (IR) -l-[2- (aminocarbonyl) phenyl] -2-oxo-2-[4- 
(phenylraethyl) -l-piperazinyl] ethyl] -4-chloro- (9CI) (CA INDEX NAME) 



11/23/2004 
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L4 ANSWER fl OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 




RN 3B1720-93-0 CAPLUS 

CN Benzaraide, 4-methoKy-N-[ <1R) -2-[4-t (l-raethyl-4-piperidinyl) methyl] -1- 
piperazinylJ-2-OKO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute atereochemistcy. 




RN 381720-95-2 CAPLUS 

CN Benzamide, 4 -methoxy-N- { (IR) -2-OKo-l-phenyl-2- ( 4 - (lH-pyrrol-3-yl) -1- 
pipetazinyllethylj-, tcif luocoacetate (9CI) (CA INDEX NAME) 

CM 1 

CRN 381720-94-1 
CMF C24 H26 N4 03 

Absolute steceochemiatry. 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F— C-C02H 
F 

RN 381720-96-3 CAPLUS 

CN Benzamide. 4-metho3fy-N- ( (IR) -2- [ 4- (l-methyl-lH-pyrrol-3-yl) -l-piperazinyl] - 
2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 381720-97-4 CAPLUS 

CN Benzamide, 4-methoxy-N- [ (IR) -2- [4- [1- (1-methylethyl) -lH-pyrrol-3-yl] -1- 
pipecazinyl] -2-OKO-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



14 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
i-Pr 




RN 381720-98-5 CAPLUS 

CN Benzamide, 4-methoxy-N-[ (IR) -2-oxo-l-phenyl-2- [4- (1-pcopylbutyI) -1- 
piperazinyl] ethyl]- (9C1) (CA INDEX NAME) 

Absolute atereochemiatry. 




RN 391720-99-6 CAPLUS 

CN Benzaraide, 4-methoKy-N-[ (IB) -2-OKO-l-phenyl-2- (4- (tetrahydro-2H-pyran-4- 
yl) -l-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 381721-00-2 CAPLUS 

CN Benzamide, N- [ (IR) -2- (4-cycloheKyl-l-piperazinyl) -2-oxo-l-phenylethyl] -4- 
methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




RN 381721-01-3 CAPLUS 

CH lH-Indole-6-carboxamide, 3-chloro-N-[ (IR) -2-oxo-l-phenyl-2- [4- (4- 

piperidinylmethyl) - l-piperazinyl J ethyl] -. di hydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




Cl 



#2 HCl 

RN 381721-02-4 CAPLUS 

CN lH-Indole-6 carbouaraide, 3-methyl-N- [ ( IR) -2-oxo-l-phenyl-2- L4- (4- 

piperidinylmethyl) -1 -pipe cazinyl] ethyl] di hydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




• 2 HCl 

RN 3B1721-04-6 CAPLUS 

CN Benzamide, 4-chloro-N-( (IR) -2-oxo-l-phenyl-2-t4- (phenylmethyl) -1- 
piperazinyl] ethyl] mono(trif luoroacetate) (9CI) (CA INDEX NAME) 



Habte 



11/23/2004 



10/754,923 
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L4 ANSWER 8 OF 16 CflPLUS COPYRIGHT 2004 ACS on STN 



CRN 381721-03-5 

CMF C26 H26 01 N3 02 



Absolute stereochenistcy. 



ANSWER 8 OF 16 CAP LOS COPYRIGHT 2004 ACS on STN 
CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 



HN 381721-08-0 CAPLUS 

CN Benzamide, 4-chloro-N- [ (IR) -2- [4- (cyclohexylmethyl) -1-piperazinyl] -2-0X0-1- 
phenylethyl] mono(trif luoroacetate) (9CI) (OA INDEX NAME) 



CRN 76-05-1 
CHF C2 H F3 02 



F-C-C02H 



381721-06-8 CAPLUS 

Benzanide, 4-chloro-N- ( (IR) -2-OKO-l-phenyl-2- [4- (2-phervlethyl) -1- 
piperazinyll ethyl}-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 381721-05-7 

CMF C27 H28 CI N3 02 



Absolute stereochemistry. 



CRN 381721-07-9 

CMF C26 H3Z CI N3 02 



Absolute Stereochemistry. 





CRN 
CMF 



76-05-1 
C2 H F3 02 



-C-C02H 
I 



RN 381721-09-1 CAPLUS 

CN lH-Indole-6-carboKamide, N- [ (IR) -2-o>co-l-phenyl-2-t4-[2- (2- 
thia20lyl)ethyl]-l-piperazinyi) ethyl]-, hydrochloride (9CI) 
NAME) 

Absolute stereochentistry. 



CM 2 



L4 ANSWER 8 OF 16 CAPLUS COPraiOaT 2004 ACS on STN (Continued) 




•h HCl 



RN 381721-11-5 CAPLUS 

CN IH-Indole-e-carboxamide, N- ( (IR) -2- [4- ( 2- (3-f luoro-4-pyridinyl) ethylj -1- 
piperazinyl]-2-oxo-l-phenylethyl]-, hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• x HCl 



HN 391721-13-7 CAPLUS 

CN Benzamide, N- [1- (2-chlorophenyl) -2- [4- (l-methyl-4-piperidinyl) -1- 

piperazinyll -2-oxoethyl] -4-inBthoxy-, hydrochloride (9CI) (CA INDEX NAME) 




L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
KN 381721-14-8 CAPLUS 

CN Benzamide, N>[ ( 1R)-1- (2-chlorophenyl) -2- [4- [l-nethy 1-4 -piperldinyl) -1- 

piperazinyl]-2'-oxoethyl]-4-inethoxy-. hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




•x HCl 



RN 381721-15-9 CAPLUS 

CN lH-Indole-6-carboxamide, N- [1- (2-chlorophenyl) -2- (4- ( l-inethyl-4- 

piperidinyl)-l-piperazinyl]-2-oxoethyl)-, di hydrochloride {9CI) (CA INDEX 
NAME) 




• 2 HCl 



RN 381721-16-0 CAPLUS 

CN IH-Indole-e-carboxaraide, N-[ (IR) -1- (2-chloi:ophenyl) -2- [4- (l-methyl-4- 

piperidinyl)-l-pipera2inyl]-2-OKoethyl] -, dihydrochloride (SCI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



• x HCl 

Habte 



11/23/2004 
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M ANSWER S OF 16 CAPLUS COPYRIGWr 2004 ACS on STM (Continued) 




WJ 381721-17-1 CAPLUS 

CN lH-Indole-6-carboKainide, N-l2-[4- (l-raethyl-4-piperidinyl) -1-piperazinyl] -2- 
oxo-l-<9-quinolinyl) ethyl)-, di hydrochloride (9CI> (CA INDEX NAME) 



9 

0 

I 



i II 

CH-NH- - 



X0 



381721-18-2 CAPLUS 

lII-Iiidole-6-carboxaiiiide, 3-chloro-N- [2- [4- ( l-methy 1-4 -pipe ridinyl) -1- 
piperazinyl]-2-oxo-l-(8-quinolinyl) ethyl]-, hydrochloride (9CI) (CA INDEX 
NAHE) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 20O4 ACS on STN (Continued) 




381721-19-3 CAPLUS 

IH- 1 ndo le - 6 -ca rbOH amide , 3 -me t hyl- N- [2-(4-(l-methyl-4-piperidinyl)- 
piperazinyl)-2-OKO-l- (8-quinoiinyl) ethyl] trihydrochloride (9CI) 
INDEX NAHE) 



T 

I 



381721-20-6 CAPLUS 

Banz amide, 4-methoKy-N- [ 2- [4 - (lr:Tmethyl^4-Tpiperidinyl) Trl-piperazinyl] -2-oxo- 
1- [2- (tcifluocomethyl) phenyl] ethyl]-, hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSVER & OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




• x HCl 



UN 381721-21-7 CAPLUS 

CN Benzamide, 4-iiiethoHy-N-[ (IR) -2- (4- (l~inethyl~4~piperidinyl) -l-piperazinyl] - 
2-oxo-l- [2- (trifluoromethyl) phenyl] ethyl]-, di hydrochloride (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




•2 HCl 

RN 381721-22-8 CAPLUS 

CN lH-Indole-6-carboxaiiiide, H- (2-14- (l-methyl-4-pipe ridinyl) -1-piperazinyl] -2- 
oxo-1- ( 2- (triCluoronethyl) phenyl] ethyl]-, dihydrochloride (9CI) (CA INDEX 
NAME) 




• 2 HCl 

Habte 



L4 ANSVER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 381721-23-9 CAPLUS 

CN Benzamide, N-[ (IR) -l-cyclopentyl-2- (4- {l-mBthyl-4-pipe ridinyl) -1- 

piperazinyll-2-oxoethyl]-4-inethoxy-, dihydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



OMe 




• 2 HCl 

RN 381721-24-0 CAPLUS 

CN lH-Indole-6-carboxamide, N- [ (IR) -l-cyclopentyl-2-[4-(l-mBthyl-4- 

piperidinyl) -1-piperazinyl] -2-OKoe thy 1]-, dihydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




• 2 HCl 



RN 381721-25-1 CAPLUS 

CN Benzamide,. N-[ (IR) -l-cyclohexyl-2- [4- (l-inethyl-4-piperidinyl) -1- 

piperazinyl]-2-oxoethyll-4-methoiiy-, dihydrochloride (9CI) (CA INDEX 
NAHE) 

Absolute stereochemistry. 

11/23/2004 
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L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




• 2 WZl 



RN 381721-26-2 CAPLUS 

CN IH-Indole-e-carboxamide, N-( (IR) -l-cycloheicyl-2- [4- (l-methyl-4- 

piperidlnyl)~l-piperazinyl]-2-o8aethyl]-, di hydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




• 2 HCl 

RN 381721-28-4 CAPLUS 

CN Benzanide, 4-iaethoxy-N-[2-[4-(l-methyl-4-piperidinyl) -1-piperazinyI] -2-o»o- 
1- (2-thiazolyl) ethyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




BN 381721-29-5 CAPLUS 

CN Benzamide, M-[l-benzo[b] thien-3-yl-2-t4- (l-methyl-4-piperidinyl) -1- 
piperazinyl]-2-OKoethyl] -4-inethoxy- (9CI) (CA INDEX NAME) 



OHe 




He 



RN 381721-30-8 CAPLUS 

CN Benzamide, 4-raethoxy-N- [2- [4- ( 1 -methyl- 4 -pipe ridinyl) -l-piperazinyl) -1- (1- 
naphthalenyl)-2-oxoethyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 



He 




BN 381721-31-9 CAPLUS 

CN lH-Indole-6-carboxainide, N-[2- [4 - (l-iiiethyl-4-pipe'ridiiiyl) -l-piperazinyl}-l- 
(l-naphthalenyl) -2-osoethyl] - (9CI) (CA INDEX NAME) 




RN 381721-32-0 CAPLUS 

CN Benz amide , 4 -me thoxy-N- t2-[4-(l-iiiethyl-4 -pipe ridinyl) - 1 -pipe razi ny 1] - 1 - [ 2 - 
(methylsulfonyl) phenyl] -2-oxoethyl]-, hydrochloride (9CI) (CA INDEX NAME) 




CN Benzamide, 4-methoxy-N-[2-oxo-2-[4-t2- (4-py ridinyl) ethyl] -1 -pipe razi nyl] -1- 

Habte 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
(5-thiazoiyl)ethyl]-, dihydrochloride (9CI) (CA INDEX NAME) 




j:=0 O 




• 2 HCl 



RN 381721-34-2 CAPLUS 

CN Benzamide, 4-methoHy-N- [1- (2-methyl-4-thiazolyl) -2-oxo-2- [4- [2- (4- 

pyridinyl)ethyll-l-piperazinyl] ethyl]-, dihydrochloride (9CI) (CA INDEX 

NAME) 



OMe 




• 2 HCl 

RN 381721-35-3 CAPLUS 

CN Benzamide, N- [1- (2-amino-4-thiazolyl) -2-oxo-2- [ 4- [ 2- ( 4 -pycidinyl) ethyl] -1- 
piperazinyljethyl) -4-methoxy-, dihydrochloride (9CI) (CA INDEX NAME) 
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L4 ANSWER 8 OF 16 CAPLUS TOPYRIGHT 2004 ACS on STN (Continued) 




• 2 HCl 



RN 381721-36-4 CAPLUS 

CN IH-Indole-e-carboiiamide, N-[ (1R> -2-OKO-l-phenyl-2-[4-(2- (4- 

pyridinyl) ethyl] -l-piperazinyl] ethyl]-, di hydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




• 2 HCl 



RN 381721-37-5 CAPLUS 

CN IH-Indole-e-carboxamide, 3-chloro-N- [ (IR) -2-oxo-l-phenyl-2-[4-[2- (4- 

pyridinyl)ethylj-l-piperazinyl] ethyl]-, dihydrochloride (SCI) (CA INDEX 
NAHE) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




• 2 HCl 



RN 381721-3B-6 CAPLUS 

CN Benzamide, 4-metho«y-N- ( (IR) -2- [4- (l-methyl-4-piperidinyl) -1-pipecazinyl] - 
2-OJio-l-phenylethyi] dihydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• 2 HCl 



RN 381721-39-7 CAPLUS 

CN lH-lndole-6-carboKamide, N-( (IR) -2-[4- (l-methyl-4-pipecidinyl)-l- 
piperazinyl]-^-0Ha-l-phenylethyl] monohydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 



L4 ANSWER S OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




• HCl 



RN 381721-40-0 CAPLUS 

CN IH-Indole-e-carboKamida, N-[ (IR) -2-[4- (l-inethyl-4-piperidinyl) -1- 

pipetazinyl]-2-oxo-l-phenylethyl]-, (22) -2-butenedioate (1:2) (9CI) (CA 
INDEX NAHE) 

CM 1 

CRN 313489-71-3 
CMF C27 H33 N5 02 

Absolute stereochemistry. Rotation (-) . 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shoorn. 




CO2H 



AN 381721-41-1 CAPUJS 

CN lH-Indole-6-carbo«amide, N- [ (IR) -2- {4- [2- (2-cyano-4-pyridinyl) ethylj -1- 
piperazinyl]-2-oxo-l-phenyiethyll-, hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 



CN 




•x HCl 

RN 381721-42-2 CAPLUS 

CN IH-Indole-e-carboxamide, N- [ (IR) -2-oxo-l-phenyl-2- (4- (2-phenylethyl) -1- 
pipecazinyl] ethyl] inonohydrochloride (9CI) (CA INDEX NAHE) 

Absolute stereochemistry- 




• HCl 

RN 381721-43-3 CAPLUS 

CN Benzamide, N- [l-benzo[b] thien-3-yl-2- [4- (l-methyl-4-piperidinyl) -1- 

pipecazinyl]-2-oxoethylJ -4-methoxy-, dihydrochloride (9CI) (CA INDEX 
NAME) 



Habte 



11/23/2004 
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L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




• 2 HCl 

BN 381721-44-4 CAPLUS 

CN Benzaraide, 4-methoxy-N-[2-t4- (l-methyl-4-piperidinyl) -l-piperazinylj-l-(l- 
naphthaleiiyl)-2-oxoethyl]-, di hydrochloride (9CI) (OA INDEX NAME) 



He 




♦2 HCl 



RN 381721-4S-5 CAPLUS 

CN Benzamide, N-I (IR) -1- (2-chIorophenyl) -2- [4- (l-iiiethyl-4-piperidinyl) -1- 
pipera£inyl]-2-oxoethyl]-4-methoxy- (9CI) (OA INDEX NAME) 

Absolute stereochemistry- 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




BN 381721-46-6 CAPLUS 

CN lH-Indole-6-carboxamide, N-[ (IR) -l-(2-chlocophenyl) -2-t4- (l-inethyl-4- 
piperidinyl)-l-pipera2inyl]-2-oxoethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistcy. 




RN 381721-47-7 CAPLUS 

CN Benzamide, 4-methoKy-N- [ (IR) -2- (4- (l-methyl-4-piperidinyl) -l-piperazinyl] - 
2-oxo-l- (2- (trifluoromethyl) phenyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L4 ANSWER 8 OF 16 CAPUIS COPYRIGHT 2004 ACS on STN (Continued) 
RN 381722-62-9 CAPLUS 

CN Benzamide, 4 -methoxy-N- [ (IS) -2-[4- (l-Dethyl-4-pipe^idinyl)-l-piperazi^yl}- 
2-oxo-^-^2- (tclfluoromethyl)phenyllethyll - (9CI) (CA INDEX mME) 

Absolute steceochemistry. 




IT 381722-35-0 381722-56-1 3S1722-SB-3 

RL: RCT (Reactant) / AACT (Reactant or reagent) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 381722-55-0 CAPLUS 

CM Benzamide, N- [ 1- [2-chlorophenyl) -2- [4- {l-niethyl-4-piperidinyl) -1- 
piperazinyl]-2-oxoethyl]-4-methaay- (9CI) (CA INDEX NAME) 




RN 381722-56-1 CAPLUS 

CN IH-Indole-e-carboxamide, N-[l- (2-chlorophenyl) -2- [4- ( l-inethyl-4- 
pipe ridinyl) -1 -piper azinyl] -2- oxoethyl] - (9CI) (CA INDEX NAME) 




RN 381722-58 3 CAPLUS 

CN Benzamide, 4-methoxy-N- l2-[4- (l-methyl-4-piperidinyl) -l-piperazinyl] -2-oxo- 
1- [2- (tcifluoromethyl) phenyl] ethyl}- (9CI) (CA INDEX NAME) 



Habte 

r 



L4 ANSWER 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




IT 313490-70-9P 313490-72-lP 313490-73-2P 
313490-74-3P 381722-45-8P 

RL: RCT (Reactant) t SPN (Synthetic preparation)! PREP (Preparation): RACT 
(Reactant or reagent) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 313490-70-9 CAPLUS 

CN 1-Piperazinecacboxylic acid, 4- [ (2R)-[ (4-nsthoxybenzoyl) amino] pheny lace tyl 
1,1 -dime thy lethyl ester (9CI) (OA INDEX NAME) 

Absolute stereochemistry. 



0 



t-BuO' 




RN 313490-72-1 CAPLUS 

CN Benzamide, 4-methoKy-N- ( (IB) -2-oKO-l-phenyl-2- (l-piperazinyl) ethyl] 
mono(tcifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 313490-71-0 
CMF C20 H23 N3 03 

Absolute atereochemiatry. 




CM 2 

CRN 76-05-1 
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14 AHStfEH 8 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
, CMF C2 H F3 02 



F 
I 

F-C-C02H 



m 313490-73-2 CAPLUS 

CN 1-Piperldinecarboxylic acid, 4-( [4- [ (2R) -[ (4-methoxyben2oyl) aioino] phenylac 
etyl]-l-pipera2inyljmethylj-, 1, 1 -dime thy le thy 1 ester (9CI) (CA INDEK 
NAME) 

Absolute stereochemistry. 




m 313490-74-3 CAPLUS 

CN Benzamide, N-{ (IR) -2- (4- (2-cyclopentyiethyl) -1-piperazinyl] -2-oxo-l- 
phenylethyl] -4-methoxy- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 361722-45-8 CAPLUS 

CN IH-Pyrrole-l-carboxylic acid, 3-[4- [ (2R) -[ (4-methoKybenzoyl) amino)phenylac 
etyl]-l-piperazinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Factor Xa, a critical serine protease in the blood coagulation cascade, has 
become a target for inhibition as a strategy for the invention of novel 
anti- thrombotic agents. Here we describe the development of phenylglycine 
containing benzamidine carboxamides as novel, potent and selective 

inhibitors 

of factor Xa. A number of highly focused libraries of compds. have been 
designed and synthesized giving rapid access to a series of potent and 
selective inhibitors of factor Xa. Key to the potency of these compds. is 
the lipophilic interaction between phenylglycine residue and the 
'disulfide* pocket comprising Glnl92, Cysl91, Cys220 and Gly218. 
IT 221Z37-90-7P 221238-06-eP 22L241-03-8» 
221241-09-4P 221241-19-6P 

RL; BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) : BIOL (Biological 
study); PREP (Preparation) 

(preparation of libraries of phenylglycine containing benzamidine 
carboxamides 

as selective inhibitors of factor Xa) 
RN 221237-90-7 CAPLUS 

CN Benzamide, 3- (aminoirainomethyl) -N-[ (IR) -2-0KO-l-phenyl-2- (4>phenyl-l- 
piperazinyl) ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. ' 



hf^l Ph O NH 



RN 221238-06-8 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) 
1-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



2- (4-benzoyl-l-piperazinyl) ^2-oi 
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X 



iT^j Ph O NH 

^ 1 AOr^- 



RN 221241-03-8 CAPLUS 

CN Benzamide, 3- ( aminoiminomethyl) -N-[(1R) -2- [4- (4 -fluoropheryl)-!- 
pipera2inyl]-2-ORO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 221241-09-4 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- ( (lR)-2-oxo-l-pheny 1-2- [4- (4-pyridinyl) - 
1 -pipe razinylj ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-19-6 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) N ( (IR) -2^oxo-l-phenyl-2-(4- (phenylmethyl) - 
1-piperazinyl] ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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study); PREP (Preparation) 

(prepn. of substituted araidinobenzoylaniinoacetylinethoKyoxoethyloxopiper 
azinylacetic acids as GPIIb and GFIIIa antagonists for inhibition of 
platelet aggregation) 
RN 340733-02-0 CAPLUS 

CN 1,3-Fiperazinediacetic acid, 4- [ (2S] -[ [4- (arainoiminomethyl) benzoyl] amino] p 
henylacetyl] -2-OXO-, a3-Bethyl ester, (3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 



To improve the in vitro and in vivo potency of our first low mol. weight 
GPIIb/IIIa antagonist methoxyoxoethyloKopiperazinylacetic acid I 
(TAX-029) , a series of substituted amidinobenzoylaminoacetyl 
methoHyoKoethyloKopiperazinylacetic acids were synthesized through 
modification of the glycine moiety of I and evaluated for their ability to 
inhibit in vitro ADP (ADP) -induced platelet aggregation of guinea pig 
platelet rich plasma (PRP) . Among the compds. examined, 
amidinobenzcylaminoacetyl methoxyoxoethyloxapiperazinylacetic acid I (R <■ 
4-MeOC6H4CH2) showed the most potent antagonistic activity with an IC50 
value of 13 nM. Dose-dependent inhibition of ex vivo platelet aggregation 
was achieved with oral administration of 1 (R = 4-MeOC6H4CH2) (0.3-1.0 
mg/kg) to guinea pigs. Complete inhibition was observed for up to 8 h, and 
43% inhibition could still be observed 24 h after oral administration of 1.0 
mg/kg. The long-lasting antiplatelet effect of I (R - 4-MeOC6H4CH2) 
suggests that I would be suitable for once-a-day dosing. 

Structure-activity relationships (SAR) were examined in the series of the 

phenylalanine derivs. An increase in the electron d. around the 

4-po3ition of the Ph ring of the phenylalanine moiety led to an increase 

in the antiplatelet activity, suggesting the existence of a hydrophobic 

and electrostatic interaction site in addition to the ionic binding sites in 

the GPIIb/IIIa. 

340733-02-OP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
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SOURCE(S): MARPAT 134:56958 

Compels. R2-X-X-Y(Cy) -L-Lp(D) n (R2 repreaenta a 5- or 6-membeced aromatic 
carbon ring optionally interrupted by a N, O or S ring atom, optionally 
substituted at the 3 and/or 4 position or forms a fused ring system at 
these positions, vhich is an optionally substituted 5 or 6 membered 
carbocycUc or heterocyclic ring or substituted at the position alpha to 
X-X» X is a C, N, O or S atom or a CO, CRla, C(Rla)2 or NRla group, where 
Rla represents H, OH, alkoxy, alkyl, aminoalkyl, hydroxyalkyl, 
alkoKyallfyl, alkonycacbonyl, alkylaminocarbonyl, alkoKycarbonylamino, 
acyloKymethoxycarbonyl or alkylamino optionally substituted by OH, 
alkylamino, alkoxy, oxo, aryl or cycloalkylj L is an organic linker group 
containing 1 to 5 backbone atoms selected from C, N, 0 and S, or a branched 
alkyl or cyclic group; Y is a N atom or a CRlb group (Rib defined as for 
Rla); Cy is an (un) substituted, (un) saturated, mono- or polycyciic, homo- or 
heterocyclic group; Lp is a lipophilic organic group; D is a hydrogen bond 
donor group; n = 0-2] were prepared for use as serine protease inhibitors. 
Compds. of the invention were found to significantly elongate the partial 
thromboplastin time (prothrombin time). Thus, 1- (3-amino-27naphthoyl-D- 
phenylglycinyl) -4,4' -bispiperidine was prepared and shovn to double the 
prothrombin time at a concentration of 26 )iM. 
313486-84-9P 313486-B5-0P 313486-86- IP 
313486~87-2r 31348«-B8-3P 313486-89-4? 
313486-90-7P 313486-91>BP 313486-92-9P 
313486-93-OP 313486-94-1? 313486-95-2P 
313486-96-3P 313486-97-4P 313486-98-5P 

313486- 99-6P 313487-00-2? 313487-01-3? 

313487- 02-4? 313487-03-5? 313487-04-6? 
313487-05-7? 313487-06-8? 313487-07-9? 
313487-D8-0P 313487-09-lP 313487-10-4? 
313487-11-SP 313487-12-6P 3134S7-13-7P 
313487-14-8? 3134e7-15-»P 313487-16-0? 
313487-17-1? 3134B7-18-2P 313487-19-3? 
313497-20-6? 313487-21-7? 313487-22-8? 
313487-23-9? 313487-24-0? 313487-34-2? 
313487-35-3? 313487-36-4? 313487-37-Sp 
313487-38-6? 313487-39>7P 313487-40-OP 
313487-41-1P 313487-42-2? 3134B7-43-3P 
313487-44-4? 313487-45-5? 313487-46-6? 
313487-47-7? 313487-48-8? 313487-49-9? 
313487-50-2P 313487-51-3? 313487-52-4? 
313487-53-5? 313487-54-6? 313487-55-7? 
313487-56-8? 313487-57-9? 313487-67- IP 
313487-68-2? 313487-69-3P 313487-70-6P 
3134B7-71-7P 3134S7-72-8P 3134B7-73-9P 
3134B7-eO-8P 313487-81-9? 313487-B2-0P 
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313487- 86-4P 313488-12-9? 313480-13-0? 

313488- 14-lP 313488-16-3? 313488-18-5? 
313488-19-6? 313488-22-1? 3134B8-23-2P 
313488-24-3? 3134BB-25-4P 313488-26-5? 
313488-27-6? 313488-28-7? 313488-29-8? 
313488-30-lP 313488-31-2? 313488-32-3? 

313488- 33-4? 3134B8-34-5P 313488-35-6P 
31348B-36-7P 3134ee-50-5P 313488-S1-6P 

313489- 20-2P 3134B9-21-3P 313489-22-4? « 
313489-23-5? 313489-24-6? 313489-25-7P 

313489-27-9? 313489-28-0? 313489-29-lP 
313489-30-4? 3134B9-5B-6P 313489-S9-7P 
313489-60-OP 313489-61-1? 313489-62-2? 
313489-63-3P 3134B9-64-4P 313489-65-5P 
3134e9-«6-6P 313489-67-7? 313489-70-2P 
313489-71-3? 3134B9-72-4P 313489-73-SP 
313690-67-4? 

RL: BAC (Biological activity or effector, eKcept adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) » 
BIOL (Biological study) ! PREP (Preparation) ; USES (Uses) 

(prepn. of amino acid decivs. as serine protease inhibitors) 
RN 3134B6-B4-9 CAPLUS 

CN BenzaBU.de, 2-aniino-H-[ (IR) -2- [4- [4-fluoro-2- ( me thylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo<l-phenylethyl]- [9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3134e6-fl5>0 CAPLUS 

CN Benzaraide, 2-araino-4-chloro-N-[ (IR) -2>[4- [4-fluoro-2- 
(methyl3ulf onyl) phenyl] -l-piperazinylj -2-OKO-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochendstry. 




Habte 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 313486-86-1 CAPLUS 

CN Benzamlde, 2-amino-5-fluoro-N-[ (lR)-2-[4-[4-fluo^o-2- 
(methylsulf onyl) phenyl] -1-piperazinyl) -2-oxo-l-phenylethylJ - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313486-87-2 CAPLUS 

CN Benzamide, 2-amino-N-( (IR) -2-14- t4-fluoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl)-4-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-88-3 CAPLUS 

CN Benzamide, 2-amino-N-[ (IR) -2- [4 -[ 4-fluoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyll-2-oKo-l-phenylethyll-5-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 313486-89-4 CAPLUS 

CN Benzaraide, 2-aiiiino-N- ( (lR)-2-[4-[4-fluoro-2- (ntethylsulfonyl)phenyl] -1- 
piperazinyl) -2-oxo-l-phenylethyl]-4-nitro- (9CI) (CA INDEX NAME) 

Absolute steceocheiRistry-. 




RN 313486-90-7 CAPLUS 

CN Benzamide, 2-amino-N-( (IR) -2- [4-[4-f luoro-2- (inethyl3ulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-5-nitco- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 313486-91-8 CAPLUS 

CN Benzamide, 2-amino-5-cyano-N- [ (IR) -2- (4- [4-f luoro-2- 

(mBthyl3ulfonyl) phenyl] -1-piperazinylJ -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute atereochemistry. 



CN 




RN 3134B6-92-9 CAPLUS 

CN Benzaraide, 2. 5-diaraino-N-( (iR) -2- [4- (4-f luoro-2- (methylsulf onyDphenyl] - 
piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




KN 313486-93-0 CAPLUS 

CN Benzamide, 2-amino-M-{ (IR) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1- 
plperazinyl]-2-oxo-l-phenylethyl)-4,5-diinethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 

one 




RN 313486-94-1 CAPLUS 

CN Benzamide, N-( (lR)-2-[4-[4-fluoro-2-(Bethylsulfonyl)phenyl]-l-piperazinyl]- 
2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 



o 




RN 313486-95-2 CAPLUS 

CN Benzamide, 3-andno-N- [ (IR) -2- (4- [4-f luoro-2- (methylsulf onyl) phenyl) -1- 
piperazinyl)-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 




RN 313486-96-3 CAPLUS 

CN Benzamide, 4-amino-N- [ (IR) -2- [4- [4-f luoro-2- (methylsulf onyDphenyl] -1- 
piperazinyl]-2-oHo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSVER 11 OF 16 CAPLUS COPYRKaiT 2004 ACS on STN (Continued) 




CN Benzamide, 3, 4-diamino-N- [ (IH) -2- (4- {4-f luoro-2- ( methylsulf onyl) phenyl] - 
piperazinyl]-2-oxo-l-phenylethyl] - (9CI} (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-98-S CAPLUS 

CN Benzamide, 3-chloco-N-( (IR) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1- 
piperazinylJ-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-99-6 CAPLUS 

CN Benzamide, 4-chloro-N-[ ( IR) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1- 
pipecazinyll-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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RN 313487-00-2 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N-( (IR) -2~(4-[4-fluoro-2- 
(lnethylsulf onyl) phenyl] -l-piperazinyl] -2-oxo-l-phenylethylJ - (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistty. 




RN 313487-01-3 CAPLUS 

CN Benzamide, 4-bromo-N-[ (IR) -2- [4 - [4 -f luoro-2- (methylaulf onyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenyiethyi]- {9C1) (CA INDEX NAME) 

Absolute atereochemistcy. 




L4 ANSWER 11 OF 16 CAPLUS COPYBKarr 2004 ACS on STN (Continued) 
CN Benzand.de, N- [ (IR) -2-(4-t4-fluoro-2-(methyl3ulfonyl)phenyl]-l-pipera2inyl] - 
2-oxo-l-phenyXethyl]-4-iodo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-03-5 CAPLUS 

CN Benzamide, 3-anu.no-N- [ (IR) -2-[4-{4-f luoro-2- (methylaulfonyi) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-4-inethyl- (9CI) (CA INDEX NAME) 

Mbsolute steceochemistry. 




Me 



RN 313487-04-6 CAPLUS 

CN Benzamide, N-t (IB) -2- {4- [4-f luoro-2- (methylsulfonyl) phenyl] -l-piperazinyl] - 
2-oxo-l-phenylethyl]-4-roethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




RN 313487-05-7 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR) -Z- [4 -[4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-4-methoxy- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313497-06-8 CAPLUS 

CN Benzamide, N-[ (IR) -2- (4- [4-f luoro-2- (methylsulfonyl) phenyl] -l-piperazinyl] - 
2-oKO-l-phenylethyl]-3,4-dihydroxy- (SCI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313487-07-9 CAPLUS 

CN 2-Naphthalenecarboxamide. N-[ (IR) -2- [4- [4-f luoro-2- (methylsulfonyl) phenyl] - 
l-piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 11 OF 16 CAPLUS COPYRISTr 2004 ACS on STN (Continued) 
Absolute stereochemistry. 




RN 313487-08-0 CAPLUS 

CN 2-NaphthalenecarboKamide, 3-amino-N-[ (IB) -2-[4- (4-f luo^o-2- 
(methyl9Ulf onyl) phenyl] -1-piperazlnyl] -2-aHO-l-phenylethyl] - (9CI) (CA 
INDEX NAME) I 

Absolute stereochemistcy. 




RN 313487-09-1 CAPLUS 

CN 3-ThiophenecarboKamide, N-( (IR) -2- [4- (4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CN 2-Thiophenecacboxamide, N-[ (IR) -2- [4- [4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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RN 313487-11-5 CAPLUS 

CN Z-Thiophenecarboxanide, N-[ (IR) -2-[4'{4-fluoro'2-(methyl9ulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-S-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313467-12-6 CAPLUS 

CN 7-1 aoqui noli necarboxamide, M- [ (IR) -2- [4- [4-f luoco-2- 

(raethylaulfonyl) phenyl] -1-piperazinyl] -2-oao-l-phenylethyl] - (9C1) <CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 3134B7-13-7 CAPLUS. 

CN 3-Pycidinecarboxamide, N-[ (IR) -2-E4-[4-fluoro-2- (methylsulfonyl)phenyl] -1- 
piperazinyll-2-oxo-l-phenylethyl]' (9CI) (CA INDEX NAME) 

Absolute stereochediiatcy. 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 313487-14-8 CAPLUS 

CN lH-Indole-6-carboxamide, N-[ (lR)-2-(4-[4-fluoco-2- (methylsulfonyDphenyll- 
l-piperazinyll -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 




RN 313487-15>9 CAPLUS 

CN Benzamide, N-f (IR) -2- t4-t4-fluoro-2- (methylsulfonyl) phenyl] -l-piperazinyl]- 
2-oiio-l-phenylethyl]-4-{methylamino)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-16-0 CAPLUS 

CN Benzaittide, 4-chloro-N- [ (IR) -2- (4- [4 -fluoco-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-3-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 



He 




RN 313487-17-1 CAPLUS 

CN Benzamide, 4-ethenyl-N-[ (IR) -2-[4-[4-fluoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3134B7-19-3 CAPLUS 

CN Benzamide, N-[ (IR) -2r (4-[4-f luoro-2- (methylsulEonyl) phenyl] -l-piperazinyl] - 
2-oxo-l-phenylethyl]-4-(methylthio)- (9CI) (CA INDEX NAME) 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochenistry. 




CN 1, 3-BenzenedicarboHamide, N-[ (IR) -2-(4-[4-f luoro-2- (methylsulfonyl) phenyl] - 
1-piperazinyl] -2-oxo-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-21-7 CAPLUS 

CN Benzamide, 4-bromo-N- [ (IR) -2- [4- [4 -f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinylI-2-oxo-l-phenylethyl]-3-raethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 313467-22-8 CAPLUS 

CN Benzamide, 4-ethoxy-N-[ (IR) -2- [4- (4 -f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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RN 313487-23-9 CAPLUS 

CN lH-Indole-5-cacboKamide, N-[ (IR) -2-(4-(4-f luoro-2- (methylsulfonyDphenyll - 
l-pipera2inyl3-2-oxo-l-phBnylethyll- <9CI) {CA INDEX NAME) 

Absolute stereochemiatry. 




KS 3134B7-24-0 CAPLUS 

CN IH-Benzimidazole-S-carboxamide, N- ( (IR) -2- [4- luoro-2- 

(methylaulfonyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethylJ - (9CI) (OA 
INDEX NAME) 

Absolute atereochetnistcy. 




RN 313487-34-2 CAPLUS 

CN Benzamide, 4- (ethylainino) -N-[ (IR) -2-[4-[4-fluoro-2- (methyl3ulfonyl)phenyl] - 
l-piperazinyll-2-OKO-l-phenylethyll- {9CI) (CA INDEX NAME) 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absoluts stereochemistry. 




RN 313487-35-3 CAPLUS 

CN Benzatnide, N-[ (lR)-2-t4-t4-fluoro-2-{inethyl3ulfonyl)phenyl] -1-piperazinyl] - 
2-oxo-l-phenylethyl]-3-(methylaiiiino)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-36-4 CAPLUS 

CN Benzamide, 3-amino-4-ghloco-N-[ (lK)-2-(4-[2- (methylsulfonyl) phenyl] -1- 
piperazinyl)-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-37-5 CAPLUS 

CN Benzamide, N-f (IR) -2-C4- [4-f luoro-2- (methylsulfonyl) phenyl] -1-pipecazinyl] - 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
2-oxo-l-phenylethyl]-4-(trifluoi:amethbxy) - (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313487-3B-6 CAPLUS 

CH Benzamide, 4- (dif luoromethoKy) -N- [ (IR) -2- (4- [4-f luoiro-2- 

(methylsulf onyl) phenyl] -1-piperazinylJ -2-oxo-l-phenylethyl] - (SCI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




FN 313487-39-7. CAPLUS 

CN Benzamide, N-[ (IR) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1-piperazinyl] - 
2-oxo-l-phenylethyl]-4-(trifluoroinethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313497-40-0 CAPLUS 

CN lH-Indole-3-carboxamide, N-[ (IR) -2- [4- {4-f luoro-2- (methylsulf onyDphenyl] - 
1-piperazinyl) -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 



H 




RN 313497-41-1 CAPLUS 

CN Benzamide, 3-amino-4-chloro-H- [ (IS) -2-14- (4 -f luoro-2- 

( methylsulf onyl) phenyl] -l-pipecazinyl] -2-oxo>l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313487-42-2 CAPLUS 

CN Benzoic acid, 2-[ ([ (IR) -2-f 4- [4-f luoro-2- (methylsulfonyl) phenyl] -1- 

piperazinyl]-2-oxo-l-phenylethyl] amino] carbonyl]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313487-43-3 CAPLUS 

CN Benzamide, 2-fluoro-N-[ (IR) -2-(4-(4-fluoro-2-(methyl3ulfonyl)phenyll-l- 
piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 



Habte 
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Absolute stereochemistry. 




RN 313487-44-4 CAPLUS 

CN lH-Indole-6-carboxamide, 3-bromo-N- [ (IR) -2- [4-[4-f luoro-2- 

(methylsulfonyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] - (SCI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




Br 



RN 313487-45-5 CAPLUS 

CN IH-Indole-e-carboxamide, 3-chloro-N- [ (IR) -2- [4- [ 4 -f luoro-2- 

(methylaulf onyl) phenyl) -1-piperazinylJ -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2O04 ACS on STN (Continued) 
RN 313487-46-6 CAPLUS 

CN Benzamide, 2-cyano-N-[ (IR) -2-l4-[4-fluoro-2-(methylsulfonyX)phenyl]-l. 
pipe razinyU -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-47-7 CAPLUS 

CN Benzamide, N- [( IR) -2- [4-(4 -fluoro-2- (methylaulfonyl) phenyl] -l-piperazinyl] - 
2-oxo-l-phenylethyll-2- (methylamino)- (9CI) (CA INDEX NAME) 

Absolute stereochemistcy. 




RN 3134 87-48-8 CAPLUS 

CN Benzoic acid, 2-amino-4-[ [[ (IR) -2-t4-[4-fluoto-2- (methylsulfonyl) phenyl] -1- 
piperazinyll-2-OKO-l-phenylethylJ amino] carbonyl]- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 11 OF 16 CAPLUS COPYRiraTT 2004 ACS on STN (Continued) 
NH2 




=0 ^J^^y^-^ 

.N^,^^^^ Ph O 



RN 3134B7-49-9 CAPLUS 

CN lH-lndazole-6-carboxamide, N-( (IR) -2-[4-[4-fluoro-2- 
(^lBthyl3ulfonyl)phenyl] -l-piperazinyl) -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




He^\\ 




RN 313487-50-2 CAPLUS 

CN Benzoic acid, 4-( ([ (IR) -2-t4- [4-fluoro-2- (methylsulConyl) phenyl] -1- 

piperazlnyl]>2-oxo-l-phenylethyl] amino] carbonyl)-, methyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereocheniistry. 





RN 313487-51-3 CAPLUS 

CN Benzamide, 4- (acetyloxy) -N-E (lR)-2-[4-[4-fluoro-2- (raethylaulfonyl) phenyl] - 

Habte 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
. l-piperazinyl]-2-oxo-l-phenylethyll- t9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





BN 313487-52-4 CAPLUS 

CN Pyrazinecacboxamide, N- [ (IR) -Z-[4-[4-fluoro-2-{inethylsulfonyl)phenyl]-l- 
piperazinyl] -2-oxo-l-phenylethyl] -5-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-53-5 CAPLUS 

CN l,3-BenzodioKole-5-carboHamide, N-[ (IR) -2- [4-(4-f luoro-2- 

(methylsulfonyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] - (SCI) (CA 
INDEX NAME) 

Absolute stereochemistry. 





3134B7-54-6 CAPLUS 

Benzamide, N-( (IR) -2-[4-I4-f luoro-2- (methylsulfonyl) phenyl] -1-piperazinylJ- 
2-oxo-l-phenylethyl) -4- (methylsulfonyl)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 



(Continued) 
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(Continued) 




RN 3134B7-55-7 CAPLUS 

CN lH-Indole-6-carboxaniide, 2,3-dichloro-N-[ (IR) -2-[4- [4-fIuoro-2- 

(methylsulfonyl) phenyl] -1-plperazinyl] -2-oxo-l-phenylethyl] - (9CI) 
INDEX NAME) 

Abaolute stereochemistry. 




RN 313487-56-8 CAPLUS 

CN IH- Indole- 6- cacboxamide, 3-chloro-N-{ (IR) -2-{4-[4-f luoro-2- 

(me thy Isulfonyl) phenyl] -1-pipecazinyl] -2-OKO-l-phenylethyl] -2,3-dihydco-2- 
oxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




313487-57-9 CAPLUS 

lH-Indole-6-carboxamide, 3, 3-dichloco-N- [ (IR) -2- [4- [4-f luoco-2- 
(methylsulfonyl) phenyl] -l-piperazinyl] -2-oxo-l-phenylethyl] -2, 3-dihydro-2- 
oxo- {9CI) (CA INDEX NAME) 

)lute stereochemistry. 




RN 313487-67-1 CAPLUS 

CN Benzamide, 3-amino-N- [ (IR) -2-(4- [4 -aniino-2-(inethyl3ulfonyl) phenyl] -l- 
piperazinyll-2-oxo-l-phenylethyl]-4-chloro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 313487-68-2 CAPLUS 

CN Benzamide, 3-amino-N- [ (IR) -2-[4-(4-amino-2- (niethylsulfonyl) phenyl] -1- 
piperazinyll-2-oxo-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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RN 313487-69-3 CAPLUS 

CN Benzamide, 3-amino-H-t (lR)-2-l^-[4-(aminocarbonyl)-2- 
(methyl^ulfonyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] -4-chloro- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
CN Benzamide, 3-amino-H-I (IR) -1- (l-antinophenyl) -2- [4-[4-fluoro-2- 

(methylsulf onyl) phenyl] -1-piperazinylJ -2-o«oethyll -4-chloro- (9CI) 

INDEX NAME) 
Absolute stereochemistry. 





RN 313487-70-6 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N~[ (IR) -2- [4- [2- (methylsulfonyl) -4- 

nitrophenyl]-l-piperazlnyl)-2-D){o-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-72-9 CAPLUS 

CN Benzamide, 3-'amino-N-[ (IR) -l-[4- (aiiiinocarbonyl)phenyl] -2-t4- [4-fluoro-2- 
(methylsulf onyl) phenyl] -l>piperazinyl] -2-03ioethyl] -4-chloro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 

H2N^ 




RN 31348 7-73-9 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N- [ (IR) -2- [4- [4-f:iuoro-2- 

(methylsulfonyl) phenyl) -l-piperazinylj -1- [4- ( (methylamino) carbonyl] phenyl] - 
2-OKoethyl]- (9CI) (CA INDEX NAME) 

Absolute atereochemistry. 



RN 313487-71-7 CAPLUS 

Habte 
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m 3134S7-80-8 CAPLUS 

CN Benzamide, 3-aiiuno-4-chloro-N- (2- [4- (4-f luoro-2- (me thylsulfonyl) phenyl] -1- 
piperazinyl]-2-o]co-l-(4-piperidinyl) ethyl]- (9CI) (CA INOEX NAME) 




RN 313487^91-9 CAPLUS 

CN Benzamide, 3-ariino-4 -chloro-N- [2- [4-[4-fluoro-2- (methylaulfonyl) phenyl] -1- 
piperazinyl]-l-(l-inethyl-4-piperidinyl)-Z-oxoethyl]- (9CI) (CA INDEX 
NAME) 



Me 




0 



RN 3134B7-82-0 CStfLUS 
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CN Benzamide , 3 - ami no- 4 - ch loro-N- ( 2 - [ 4 - ( 4 - f luo ro-2- ( me thylsu If onyl ) phenyl] - 1 - 

piperazinyl] -2-oxo-l-[l- (trif luoroacetyl) -4-piperidinyl3 ethyl] - (9CI) {CA 

INDEX NAME) 



C-CF3 




CN Benzamide, 4-chloro-H-[ (lR)-2-OKO-l-phenyl-2-[4- (4-pyridinyl) -1- 
piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CI 



RN 313488-12-9 CAPLUS 

CN Benzamide, 3-amino-N-[ (IH) -1- [4- (aminocarbonyl)phenyl] -2-oxo-2- [4- 
(phenylmethyl) -1-piperazinyl] ethyl] -4-chloro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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H2N. 




RN 313488-13-0 CAPLUS 

CN Benzamide, 3-amino-N-{ (^R)-l-[4-(aminocarbonyl)phenyl]-2-t4-(2- 
(methylthio) phenyl] -l-piperazinyl] -2-o)ioethyl] -4-chloro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

H2N^ 




RN 313488-14-1 CAPLUS 

CN Benzamide, 3-aniino-N- [ (IR) -1- [4- (aminocarbonyl) phenyl] -2-oxo-2-[4- (2- 
phenylethyl) -l-piperazinyl] ethyl] -4 -chloro- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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H2N 




RN 313488-16-3 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR)-l- [4- (aminocarbonyl) phenyl] -2- [4- (2- 

ethylphenyl)-l-piperazinylJ-2-oxoethyl]-4-chloro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




m 313486-18-5 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N-[ (IR) -l-cycloheKyl-2-[4-[4-f luoro-2- 

(methylsulfonyl) phenyl] -l-piperazinyl] -2-oxoethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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NH2 



RN 313488-19-6 CAPLUS 

CN Benzamide, 3-aBiino-4-chioro-N-I2- (4-: [4-fluoto-2- (methylaulfonyl) phenyl] -1- 
pipecazinyll-l-(l-naphthalenyl)-2-o«oethyl]- {9CI) (CA INDEX NAME) 



F 




RN 313488-22-1 CAPLUS 

CN Benzamide, 4-methoxy-N- (2- [4- [2- (methylsulf onyl) phenyl] -1-piperazinyl] -2- 
oxo-1- (3-thienyl)ethyl]- (9CI) (CA INDEX NAME) 
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RN 313489-23-2 CAPLUS 

CN lH-lndole-6-carboxattiide, N-t2-(4-[2- (methylsulf onyl) phenyl] -1-piperazinyl] - 
2-oxo-l- (3-thienyl) ethyl) - (9CI) (CA INDEX NAME) 




RN 313488-24-3 CAPLUS 

CN Benzamide, N-{1- (3-fluorophcnyl) -2-t4- [2- (methylsulf onyl) phenyl] -1- 
pipecazinyl)-2-oxoethyl]-4-methoiiy- (9CI) (CA INDEX NAME) 




RN 313488-2S-4 CAPLUS 

CN lH-Indole-6-carboKamide, N-[l-(3-fluoirophenyl) -2-t4-(2- 
(methyl^ulfonyl)phenylJ -1-piperazinyl] -2-oxoethyl] - <9CI) (CA INDEX NAME) 
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RN 313488-26-5 CAPLUS 

CN Benzamide, N- [1- (4-f luocophenyl) -2- [4- [2- (methylaulf onyl) phenyl] -1- 
piperaEinylJ-2-oxoethylJ-4-niethoxy- (9CI) (CA INDEX NAME) 



F 




RN 313488-27-6 CAPLUS 

CN lH-Indole-6-carboxafflide, N-[l- (4-fluorophenyl) -2-[4-(2- 
(fflethyl9ulfonyl) phenyl] -1-piperazinyl] -2-oxoethyl] - (9CI) (CA INDEX NAHE) 




F 



RN 313488-28-7 CAPLUS 

CN Benzamide, H-[l- (2-chlorophenyl)-2-[4-[2-{Betbylsul£onyl)phenyl] -1- 
pipecazinyl]-2-oxoethyl]>4-methoxy- (9CI) (CA INDEX NAME) 




L4 ANSWER 11 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
HN 3134SB-29-8 CAPLUS 

CN lH-Indole-6-carboiiaiBide, N-tl-(2-chlorophenyl)-2-[4-[2- 

(methyl3UlFonyl) phenyl] -l-piperazinyl]-2-oxoethyll- (9C1) (CA INDEX NAHE) 




RN 313488-30-1 CAPLUS 

CN Benzamide, 4-inethoKy-N- [1- {2-methylphenyl) -2- (4- [2- (methylsulf onyl) phenyl] - 
l-pipecazinyl] -2-ojioethyl] - (9CI) (CA INDEX NAME) 




RN 313488-31-2 CAPLUS 

CN lH-Indole-6-cacboHamide, N-[l-(2-inethylphenyl) -2-(4-(^- 
(methyl^ulfonyl)phenyl) -1-piperazinyl] -2-oxoethyl] - (9CI) (CA INDEX NAME) 




RN 313488-32-3 CAPLUS 

CN IH-Indole-e-carboxamide, H-( (IR) -2- [4- [4-f luoeo-2- (methylsulf onyl) phenyl] > 
l-piperazinyll-l-{2-fluorophenyl)-2-oxoethyl]- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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RN 3134B8-33-4 CAPLUS 

CH Benzoic acid, 4-[ (IR) -l-I (lH-indol-6-ylcarbonyl) amino] -2- [4- (l-»ethyl-4- 
piperidinyl) -l-piperazinyl] -2-OKoethyl] - (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313488-34-5 CAPLUS 

CN lH-Indole-6-cacboxandde, N- ( (IR) -2- [4- ( 4-hydroxyphenyl) -1-piperazinyl] -2- 
oxo-l-phenylethylj- (9CI) (CA INDEX NAME) 

Absolute steceoctiemistry. 




CN iH-Indole-e-carbosamide, 3-chloro-N- ( (IR) -2- [4- (4-hydroKyphenyl) -1- 



L4 ANSWER U OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
piperazinyl] -2-oxo-l-phenyletSylJ - (9CI) (CA INDEX NAME) 

Absolute atereocJiemistry. 



HO, 




01 



RN 313488-36-7 CAPLUS 

CN Benzamide. 4-inethoKy-N- [ (IR) -1- (4-methoxyphenyl) -2- [4- [2- 

(methylsulfonyl) phenyl]-! -pipe razinylj- 2 -oxoethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 3134B8-50-5 CAPLUS 

CN Benzamide, N-( (IR) -l-(4-hydroifyp)ienyl) -2- [4- (2- (methylsulfonyl) phenyl] -1- 
piperazinyl] >2-oi{oethyl]-4-inethoxy- (9CI) (CA INDEX NAME) 

Absolute stereocheniistry. 
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OH 




CN lH-Indole-6-carboxamide, N-( (IR) -1- (4-hydroKyphenyl) -2-[4-t2- 
(mBthyl3ulfonyl)phenyll-l-piperazinylI-^-oxoethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

OH 




RN 313489-20-2 CAPLUS 

CN Benzamide, 4-methoxy-N-[ (lR)-2-ol{o-l-phenyl-2-[4-(4-pipe^idinylmethyl)-l■ 
piperazinyl] ethyl) -, trifluoroacetate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 313469-19-9 
CMF C26 H34 N4 03 

Absolute stereochemistry. 




CM 2 

Habte 
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CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 313489-21-3 CAPLUS 

CN Benzamide, 4-inethoxy-N-niB) -2-[4-[ ( 1 -me thy 1-4 -pipe ridinyl) methyl] -1- 

piperazinyl]-2-oxo-l-phenylethyl] -, hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




•x HCl 



RN 313489-22-4 CAPLUS 

CN Benzamide, 4-raethoxy-N-[ (IR) -2-[4-[ [1- (l-methylethyl) -4- 

piperidinyl] methyl] -l-piperazinylj -2-oso-l-phenyle!thylJ -, tri hydrochloride 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• 3 HCl 



RN 313489 23-5 CAPLUS 

CN Benzamide, 4-nethoKy-N- [ ( IB) -2-oxo-l-phenyl-2- [4-[3- (3-pyridinyl) propyll -1- 
piperazinyl] ethyl]-, hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochendstry. 
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• x HCl 

RN 313489-24-6 CAPLUS 

CN Benzamide, 4-inethoxy-N- [ (IB) -2-oxo-l-phenyl-2- (4- [3- (4-pycidinyl) propyl] -1- 
piperazinyljethylj-, hydcochlocide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




HN 313489-25 7 CAPLUS 

CN Benzamide, N- [ (IR) -2- [4- (2-cyclopentylethyl) -1-pipecazinyl] -2-oho-1- 
phenylethyl]-4-methoicy-, monohydrochlocide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• hci 

RN 313489-27-9 CAPLUS 

CN Benzamide, 4-methoity-N-t (IR) -2-oxo-l-phenyl-2-(4- (3-pyrroUdinyl) -1- 
piperazinyl] ethyl]-, tcif luoroacetate (9CI) (CA INDEX NAHE) 

CM 1 

CRN 31 34 8 9-26- B 
CNF C24 H30 N4 03 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



-C-0 
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RN 313489-28-0 CAPLUS 

CN Benzamide, 4-methoay-N- [ (IR) -2-OHO-l-phenyl-2-E4-[2- (4-pycidinyl) ethyl] -1- 
piperazinyl] ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313489-29-1 CAPLUS 

CN Benzamide, 4-methOHy-N- [ (IR) -2-(4- (l-inethyi-3-pyrrolidinyl) -1-piperazinyl] - 
2-ojio-l-phenyiethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



He 




RN 313489-30-4 CAPLUS 

CN Benzamide, 4-tnethOKy-N-I (IR) -2-[4-ll- (1-methylethyl) -3-pyrrolidinyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



i-Pr 
I 
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RN 313489-58-6 CAPLUS 

CN Benzamide, 4-roethoxy-N-[ {lR)-2-OKO-l-phenyl-2-[4-(2-pyridinylmethyl)-l 
piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313489-59-7 CAPLUS 

CN Benzamide, 4-methoxy-N-t (lR)-2-oxo-l-phenyl-2-t4-(3-pytidinylmethyl)-l 
pipe razinyl) ethyl]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313489-60-0 CAPLUS 

CN Benzamide, 4-raethoxy-N-I (lR)-2-OKO-l-phenyl-2-t4-(4-pyridinylmethyl)-l 
pipe razinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OMe 



RN 313489-61-1 CAPLUS 

CN Benzamide, 4-methoxy-N-[ (lR)-2-oxo-l-phenyl-2-[4-(2-phenylethyl)-l- 
piperazinyl] ethyl)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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RN 313489-62-2 CAPLUS 

CW Benzamide, N- [ (IR) -2- [4- (l-ethylpropyl) -l-piperazinyl] -2-oxo-l- 
phenylethyl]-4-methoxy- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 313489-63-3 CAPLUS 

CN Benzamide, N-t (IR) -2- t4-cyclopBntyl-l-pipecazinyl) -2-oxo-l-phenylethylI-4- 
methoxy- (»CI] (CA INDEX NAHE) 

Absolute stereochemistry. 




-OMe 



RN 313489-64-4 CAPLUS 

CN Benzamide, 4-methoxy-N-[ (lR)-Z-oxo-l-phenyl-Z-[4- (tetrahydro-2H-thiopyran> 
4-yl)~l~piper;azinyl]ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313489-65-5 CAPLUS 

CN Benzamide, N-[ (IR) -2-{4- (2, 3-dihydro-lH-inden-2-yl) -l-piperazinyll-Z-oxo-l- 
phenylethyl] -4-inethoicy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




BN 313489-66-6 CAPLUS 

CN Benzamide, 4-methoxy-N- [ (IR) -2-oxo-l-phenyl-2- [4- (phenylmethyl) -1- 
pipecazinyl] ethyl}- (9CI) (CA INDEX NAHE) 

Absolute stereocheimistry. 




HN 313489-67-7 CAPLUS 

CN Benzamide, N-[ (IR) -2-14- (cyclohexylmethyl) -l-piperazinyl] -2-oxo-l- 
phenylethyI]-4-methoxy- (9CI) (CA INDEX NWE) 

Absolute stereochemistry. 
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RN 313489-70-2 CAPLUS 

CN Benzairiide, 4-methoxy-N- ( (IR) -2- [ 4- ( l-inethyl-4 -piperidinyl) -1-pipecazinyl] - 
2-oxa-l-phenylethyl]- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 313489-71-3 CAPLUS 

CN IH- Indole- 6- carboxamide, N-I (IR) -2-14- (l-methyl-4-piperidinyl) -1- 
pipera2inyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 3134B9-72-4 CAPLUS 

CN lH-Indole-6-carboxamide, 3-raethyl-N-t (lR)-2-[4-{l-raethyl-4-piperidinyl) -1- 
piperazinyl]-2-axo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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HN 313489-73-5 CAPLUS 

CN lH-Indole-6-carboxamide, 3-chloro-N-[ (IR) -2-[4- (l-methyl-4-piperidinyl) -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




HN 313690-67-4 CAPLUS 

CN Benzamide, 4-methoxy-N- [ (IR) >2- [4- (4-methylcyclohexyl) -l-piperazinyl] -2- 
oxo-l-phenylethyl] - (9CI) (CA INDEX NAHE) 

Absolute stareochemistry. 




IT 313490-70-9P 313490-72-lP 313490-73-2P 
313490-74-3P 313490-75-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) t RACT 
(Reactant or reagent) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 313490-70-9 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-[ (2R] -[ (4-methoxybenzoyl) amino]phenylacetyl 
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]-, l.l-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



t-BuO' 




RN 313490-72-1 CAPLUS 

CN Benzamide, 4-metho8y-H- ( (IR) -2-oi£o-l-phenyl-2- (1-piperazinyl) ethyl] 
mono(trifluoroacetate) (9CI} (CA INDEX NAME) 

CM 1 

CRM 313490-71-0 
CMF C20 H23 N3 03 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 313490-73-2 CAPLUS 

CN. 1-PiperidinecarboxyIic acid. 4- [ [4- [ (2R) -[ (4-methoxybenzoyl) aninol phenylac 
etyl] -1-piperazinyl] methyl]-, 1,1-diiiiethylethyl ester (9CI) (CA INDEX 
NAME) 
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Absolute stereochemistry. 




RN 313490-74-3 CAPLUS 

CN Benzaraide, N-[ (lR)-2- [4- (2-cyclopentylethyi) -1-piperazinylJ -2-oko-1- 
phenylethyl]-4-methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313490-75-4 CAPLUS 

CN l-PycrolidinecarboKylic acid, 3-l4-[ (2R) - [ (4-niethoKybenzoyl) arainojphenylac 
etyl]-l-piperazinyl]-, 1,1-diraethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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MARPAT 134:56957 

!s. R2-X-X-Y(Cy) -L-Lp(D) n [R2 represents a 5- or 6-membered aromatic 
carbon ring optionally interrupted by a N, O or S ring atom, optionally 
substituted at the 3 and/or 4 position or forms a fused ring system at 
these paaitions, which is an optionally subatituted 5 or 6 membered 
carbocyclic or heterocyclic ring? X is a C, N, 0 or S atom or a CO, CRla, 
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S, or a branched alkyl or cyclic group; Y is a N atom or a CRlb group (Rib 
defined as for Rla); Cy is an (un) substituted, (unjsaturated, mono- or 
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polycyclic, homo- or heterocyclic group; Lp is a lipophilic org. group; D 
is a hydrogen bond donor group; n " 0-2} were prepd. for use as serine 
protease inhibitors. Compds. of the invention were found to significantly 
elongate the partial thromboplastin time (prothrombin time). Thus, 
1- (3-amino-2-naphthoyl-D-phenylglycinyl) -4, 4 * -bispiperidine was pcepd. and 
shown to double the prothrombin time at a concn. of 26 ^M. 
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313487-23-9? 313487-24-0? 313487-34-2P 
313487-35-3P 313487-36-4P 313487-37-5P 
313487-38-6? 313487-39-TP 3134S7-40-0P 
313487-41-lP 313487-42-2? 313487-43-3P 
313487-44-4? 313487-45-5? 313487-46-6? 
313487-47-7P 313487-48-8? 313487-49-9? 
313487-50-2? 313487-51-3? 313487-52-4? 
313487-53-5P 313487-54-6? 313487-55-7? 
313487-56-8? 313487-57-9? 313487-67-1? 
313487-68-2? 313487-69-3? 313487-70-6P 
313487-71-7? 313487-72-8? 313487-73-9P 
313487-80-8? 313487-81-9? 313487-82-0? 

313487- 86-4? 313488-12-9? 313488-13-0? 

313488- 14-1? 313488-16-3? 313488-18-5? 
313488-19-6? 313488-22-1? 313488-23-2? 
31348B-24-3? 313488-25-4? 313488-26-5? 
313488-27-6? 313488-28-7? 313488-29-8? 
313488-30-1? 313488-31-2? 3134B8-32-3P 
313488-33-4? 313488-34-5? 3134BB-35-6P 

313488- 36-7? 313488-50-5? 3134B8-51-6P 

313489- 20-2? 313489-21-3P 313469-22-4P 
313489-23-5? 313489-24-6? 313489-25-7? 
313489-27-9? 313489-28-0? 313489-29-1? 
313489-30-4? 313489-58-6? 313489-59-7? 
313489-60-0? 313489-61-1? 313489-62-2P 
313489-63-3? 313489-64-4P 313489-6S-5P 
3134B9-66-6P 313489-67-7P 313489-70-2P 
313489-71-3P 313489-72-4? 313489-73-5P 
313690-67-4? 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation); USES (Uses) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 31348 6-84-9 CAPLUS 

CN Benzamide, 2-amino-N- ( (IR) -2- (4- [4-fluoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313486-85-0 CAPLUS 

CN Benzamide, 2-amino-4-chloro-N-[ (IR) -2- [4- [4-f luoro-2- 

(nethylsulfonyl) phenyl] -l-piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEK NAME) 

Absolute stereochemistry. 




.CI 



RM 313486-86-1 CAPLUS 

CN Benzanu.de, 2-atnino-5-f luoro-N- ( (IR) -2- [4- [4-f luoro-2- 

(methylsulf onyl) phenyl] -l-piperazinyl] -2-oso-l-phenylethyl] - (9Cr) (CA 
INDEX NAME) 

Absolute stereochenistry. 



F 




L4 ANSWER 12 OF 16 CAPLUS COPTOIGHT Z004 ACS on STN (Continued) 
RN 313486-87-2 CAPLUS 

CN Benzamide, 2-araino-N- [ (IB) -2-l4-[4-f luoro-2-(inethylsulfonyl)phenyl] -1- 
piperazinyl] -2-0X0-1 -phenyl ethyl] -4 -methyl- (9CI) (CA INDEX MAME) 

Absolute stereochemistry. 




RN 313486-88-3 CAPLUS 

CN Benzamide, 2-aminQ-N-[ (lR)-2-[4-[4-fluoro-2- (methylsulf onyl) phenyl] -1- 
piperazinylJ-2-OKO-l-phenylethyl]-S-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 313486-89-4 CAPLUS 

CN Benzamide, 2-amino-N-{ (IR) -2-14- [ 4-f Iuoro-2- (me thylsulf onyl) phenyl] -1- 
piperazinyl]-2-oKo-l-phenylethyl]-4-nitro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313486-90-7 CAPLUS 

CH Benzamide, 2-amino-N-[ (IR) -2-(4-[4-fluoro-2- (methylsulfonyl)phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethyl] -5-nltro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-91-8 CAPLUS 

CN Benzamide, 2-amino-5-cyano-N- [ (IR) -2- [4- [4-f luoro-2- 

(methylsulf onyl) phenyl] -1-piperazinylJ -2-oxo-l-phenylethyl J- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



CN 




RN 313486-92-9 CAPLUS 

CN Benzamide, 2, 5-diamino-N- [ (IR) -2-[4-[4-fluoro-2- (methylsulf onyl) phenyl] -1- 

Habte 
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piperazinyl]-2-oKo-l-phenylethyl)- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3134B6-93-0 CAPLUS 

CN Benzamide, 2-amtno-N-[ (IR) -2-[A-lA-fLuQrQ-2- (methylsulf onyl) phenyl] -1- 
piperazinylj -2-ojio- 1 -phenyls thy 11 -4. S-dimethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

OMe 




RN 313486-94-1 CAPLUS 

CN Benzamide, N-[ (lR)-2-[4-[4-fluoro-2- (methylsulf onyl) phenyl] -l-piperazinyl] - 
2-OKo-l-phBnylethyll - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-95-2 CAPLUS 
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CN Benzamide. 3-and no-N- [ ( IR) -2- [4- (4-f luoro-2- (methyisulf onyl) phenyl] -1- 
pipGrazinyl]-2-oxo-l-phenylethyl]- (901) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-96-3 CAPLUS 

CN Benzamide. 4 -ami no-N- { (IR) -2- [4-(4-fluoro-2-(methylsulfonyl)phenyl] -1- 
piperazinyl] -2-OJio-l-phenylethyll - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-97-4 CAPLUS 

CN Benzamide, 3, 4 -di ami no-N- I (IR) -2- [4- [4-f luoro-2- (raethylsulfonyl) phenyl) -1- 
piperazinylJ-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313486-98-5 CAPLUS 

CN • Benzamide, 3-chloro-N- [ (IR) -2- [4- [4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313486-99-6 CAPLUS 

CN Benzamide, 4-chloro-N-[ (1R> -2- [4- [4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry.' 




RN 313487-00-2 CAPLUS 

CM Benzamide. '3-amino-4-chloco-N-[ (IR) -2-(4- [4-fluoro-2- 
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(methylsulf onyl) phenyl] -1-piperazinyl) -2-OKo-l-phenylethyl] - (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 3134B7-01-3 CAPLUS 

CN Benzamide. 4-broino-N- [ (IB) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3134 87-02-4 CAPLUS 

CN Benzamide, N-[ (IR) -2- [4-[4-f luoro-2- (inethyl9ulfonyl)phenyl] -l-pipecazinylj- 
2-oKo-l-phenylethyll-4-iodo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-03-5 CAPLUS 

Habte 
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CN Benzamide, 3-amino-N-[ (IR) -2- [4- [4-f luoro-2- (methylsulf onyl) phenyl] -1- 
piperazinyll-2-o]io-l-phenylethyl]-4-nethyl- (9CI) (CA INDEX NAME) 

Absolute stereochetBlstry. 




RN 313487-04-6 CAPLUS 

CN Benzamide, N-[ (IR) -2- [4- (4-f luoro-2- (methylsulfonyl)phenyll-l-piperazinyl] 
2-oxo-l-phenylethylJ-4-Rtethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-05-7 CAPLUS 

CN Benzamide. 3-amino-N- ( (IR) -2-[4-[4-£luoro-2- (methylsulfonyl) phenyl] -1- 

piperazinyl] -2-oHO-l-phenylethyl]-4-nethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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BN 313487-06-8 CAPLUS 

CN Benzamide, N- ( (IR) -2-14- [4-fluoro-2- (methylaulfonyl) phenyl] -1-piperazinyl] - 
2-080-l-phenylethylJ -3, 4-dihydroKy- (9CI) (CA INDEX NAME) 

Absolute stereochemistEy. 




RN 313487-07-9 CAPLUS 

CN 2-Naphthalenecarbaxamlde, N-[ (IR) -2-[4-[4-fluoco-2-(niethyl3ulfonyl)phenyl] - 
l-pipeca2inyl]-2-OKO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-08-0 CAPLUS 

CN 2-Naphthalenecarboxamide, 3-amino-N-( (lR)-2-[4-[4-fluo^o-2- 
(methylsulf onyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] - (9CI ) 
INDEX NAME) 

Absolute stereochemistry. 
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RN 313487-09-1 CAPLUS 

CN 3-Thiophenecarboxamide, N-[(lR)-2-[4-[4-fluoro-2- (methylsulfonyl) phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




m 313487-10-4 CAPLUS 

CN Z-ThiophenecarboKamide, N-{ (IR) -2-[4-(4-fluoro-2- ( me thy Isulfonyl) phenyl] -1- 
piperazinyl]-2-DXo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




313487-11-5 CAPLUS 

2-ThiophenecarboxanLLde, N-[ (IR) -2-[4-[4-fluoro-2- (nethylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxo--l-phenylethyl]-5-methyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OP 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 




RN 313487-12-6 CAPLUS 

CN 7-l3oquinoUnecarboKaniide, N-[ tlR)-2-[4-t4-fluo^o-2- 
(methyl9Ulf onyl) phenyl] -l-piperazinyl] -2-OKO-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




BN 313487-13-7 CAPLUS 

CN 3-Pyridinecarboxaiiiide, N- [ (IR) -2- [4- (4-fluoro-2- (nethylsulfonyl) phenyl] -1- 
^ piperaeinyll -2-oxo-l-phenylethyl] - (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 



N,,^^^^ Ph O 



RN 313487-14-8 CAPLUS 

CN lH-Indole-6-carboMamide, N-J (IR) -2- [4- [4-fluoro-2- (inethyl3ulfonyl)phenylJ- 
l-piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313487-15-9 CAPLUS 

CN Benzamide, N-{ (IR) -2- [4- [4-fluoro-2- (methylsulfonyl) phenyl] -1-pipecazinyl] - 
2-oxo-l-phenylethylJ-4-(methylamino)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-16-0 CAPLUS 

CN Benzamide. 4-chloro-N- [ (IB) -2- [4-[4-f luoro-2- (methylsulf onyl) phenyl] -1- 
piperazinyl) -2-oxo-l-phenylethyl] -3-methyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



He 




RN 313487-17-1 CAPLUS 

CN Benzamide, 4 -ethenyl-N-[ (IR) -2-[4-[4-f luoco-2-(methylsulfonyl)phenyl}-l- 
piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Habte 
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RN 313487-18-2 CAPLUS 

CN Benzamide, 3-aiftino-N-[ (IR) -2- (4- [4-f luoro-2- (inethylsulf onyl) phenyl] -1- 
pipec:azinyl}-2-oxo-l-phenylethyl] -4-hydroxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-19-3 CAPLUS 

OJ Benzainide, N- [ (IR) -2- [ 4 - [ 4 -f luoco-2r- (nethylsulfonyl) phenyl] -1-piperazinyl] - 
2-OKO-l-phenylethyl] -4-(niethylthio)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-20-6 CAPLUS 

CN 1, 3-Benzenedicarboiiamide, N-[ (lR)-2-[4-[4-fluo^o-2•(methylsulfonyl)phenyl]- 
l-pipe^a^inyl] -2-oxo-l-phcnylethyl] - (9CI) (CA INDEX NAME) 
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Absolute stereochemistcy. 




RN 313487-21-7 CAPLUS 

CN Benzamide, 4-bromo-N-[ (IR) -2-[4-(4-f luoro-2- (methylsulf onyl) phenyl] -1- 
piperazinyl]-2-oxo-l-phenylethyl]-3-mBthyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 313487-22-8 CAPLUS 

CN Benzamide, 4-ethoxy-N-[ (IB) -2-t4- [4-f luoro-2- (methylsulf onyl) phenyl] - 1- 
piperazinyl] -2-oxo-l-phGnylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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HN 313487-23-9 CAPLUS 

CN lH-Indole-5-carboxamide, N- [ (IR) -2- [4- [4-f luoro-2- (methylsulfonyl) phenyl] - 
l-piperazinyl3-2-oxo-l^phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-24-0 CAPLUS 

CN IH-Benzimidazole-S-cacboxamide, N- [ (IR) -2- (4- t4-f luoro-2- 

(niethylsulfonyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313487-34-2 CAPLUS 

CN Benzamide, 4- (ethylaraino)-W-[ (IR) -2-[4-[4-fluoro-2-(methylsulfonyl)phenyl]- 
l-piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-35-3 CAPLUS 

CN Benzamide, N-( (lR)-2-(4-(4-fluoro-2-(nethyl3ulfonyl)phenylJ-l-pipecazinyl] - 
2-oxo-l-phenylethyl] -3- (methylamino)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 313487-36-4 CAPLUS 

CN Benzamide, 3-amino-4-chloco-N-[ (IR) -2- (4- (2- (methylsulf onyl)phenyl] -1- 
piperazinyl] -2-OHO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-37-5 CAPLUS 

CN Benzamide, N-[ (IR) -Z-t4~[4-fluoro-2- (nethylsulfonyl) phenyl] -1-piperazinyl] - 
2-oxo-l-phenylethyl) -4- (trifluoromethoxy)> (9CI) (CA INDEX NAME) 

Absolute stereochemistcy. 




RN 313487-38-6 CAPLUS 

CN Benzamide, 4-{difluoromethOKy)-N-[ (lR)-2-[4-[4-fluoro-2- 
(methyl^ulfonyl) phenyl] -1 -piperazinyl] -2-oxo-l-phenylethyl] - (9Cr) (CA 

INDEX NAME) 



Habte 
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Absolute stereochemistry. 




RN 313487-39-7 CAPLUS 

ON Benzaniide, N-[ (IR) -2-t4-[4-fluoro-2- (methylsulfonyl) phenyl] -1-pipecazinyl] - 
2-oxo-l-phenylethyl]-4-(trifluoromethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-40-0 CAPLUS 

CN lH-Indole-3-carboxainide, N-[ (IR) -2- [4- [4 -fluoco-2- (methylsulfonyl) phenyl) - 
l-pipecazlnyl]-2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemiatry. 



H 




CN Benzamide. 3^amino-4-chloro-N-[ (IS) -2-[4-(^-fluoro-2- 
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(methylaulfonyl) phenyl] -l-piperazinylJ-2-oxo-l-phenylethyll - (9CI) (CA 

INDEX NAME) 

Absolute itereochemistry. 




RN 3134B7-4Z-2 CAPLUS 

CN Benzoic acid, 2-( [( (lR)-^-{^-[^-fluoro-2-(methyl^ulfonyl)phenyl]-l- 
piperazinyl] -2-oxo-l-phenylethyl] aminolcarbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-43-3 CAPLUS 

CN Benzamide, 2-fluoro-N- [ (IR) -2-[4^[4-fluoro-2- (nethylsulfonyl) phenyl] -1- 
piperazinyl]-2-OKo-l-phenylethyl]- (9CI) (CA INDEX NAME) 



Absolute atereocheraistry. 
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RN 313487-44-4 CAPLUS 

CN IH-Indole-e-carboxamide. 3-brorao-N-f (IR) -2-[4-[4-fluoro-2- 
(methyl3ulf onyl) phenyl] -1-piperazinyl] -2-oxo>l>phenylethyl] - (SCI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




Br 



RN 3134B7-45-5 CAPLUS 

CN lH-Indole-6-carboxamide, 3-chloro-N- [ (IR) -2- [4- (4-fluoro-2- 

(methylsulfonyl) phenyl] -1-piperazinyl] -2-Qxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




CI 



RN 313487-46-6 CAPLUS 

CN Benzamide, 2-cyano-N-t (IR) -2- [ 4- [4 -fluoco-2- (methylsulfonyl) phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethyl] - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Habte 



L4 ANSWER 12 07 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 313487-47-7 CAPLUS 

CN Benzamide, N-[ (IR) -2-[4-[4-fluoco-2- (methylsulfonyl) phenyl] -1-pipecazinyl] 
2-oxo-l-phenylethyl] -2- (Mthylamino) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-48-8 CAPLUS 

CN Benzoic acid, 2-ainino-4- [[[ (IR) -2-[4T(4-fluoro-2- (methylsulfonyl) phenyl] -1 
piperazinyl] -2-QHo-l-phenylethyl] amino] carbonyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313467-49-9 CAPLUS 

CN lH-Indazole-6-carboxanide, N-( (lR)-2-(4-[4-fluoro-2- 
(nethyl^ulf onyl) phenyl] -1-piperazinylJ -2-DSo-l-phenylethyl] - (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313487-50-2 CAPLUS 
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CN Benzoic acid, 4-1 [( (IB) -2-[4-(4-fluoro-2- (methylsulfonyl) phenyl] -1- 

plperazinyXl-2-oxo-l~phenylethyl] amino] carbonyl)-, methyl estec (9CI) 

INDEX NAME) 

Absolute stereochemistry. 




RN 313487-51-3 CAPLUS 

CN Benzamide, 4- (acetyloxy) -N- [ (IR) -2-t4-[4-fluoro-2- (methylsulf onyl) phenyl] - 
l-piperazinyll-2-OKO-l-phenylethyl] - (9ci) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 313487-52-4 CAPLUS 

CN Pyrazinecarboxainide, N- [ (IB) -2- [4-[4-fluoro-2- (methylsulfonyl) phenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyll-5-methyl- (9CI) (CA INDEX NAME) 

Absolute steceochetnistry. 
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«%// 




. RN 313487-53-5 CAPLUS 
CN 1.3-Benzodioxole-5-carbo}iamide, N- [ (IR) -2- (4- [4-f lLioro-2- 

(methylsulfonyl) phenyl] -l-pipecazinyl) -2-oKo-l-phenylethyl) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313487-54-6 CAPLUS 

CN Benzamide, N-[ (IR) -2- {4- I4-f luoro-2- (methylsulfonyl) phenyl] -1-piperazinyl] - 
2-oxo-l-phenylBthyl]-4-(inethylsulfonyl)- (9CI) (CA INDEX NAME) 

Absolute atereocheraistry. 




RN 313487-55-7 CAPLUS 

CN lH-Indole-6-carboxamide, 2, 3-dichloro-N-[ (IR) -2- [4- [4-5 luoro-2- 
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(methylsulf onyl) phenyl] -1-pipecazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




CI 



RN 3134B7-56-B CAPLUS 

CN iH-Indole-e-carboKamide, 3-chloro-N-[ (IR) -2-[4-[4-fluoro-2- 
(methyl^ulf onyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] -2, 3-dihydco-2- 
OXO- OCX) (CA INDEX NAME) 

Absolute stereochemistry. 




ci 



RN 313497-57-9 CAPLUS 

CN IH-Indole-e-carboHamide, 3, 3-dichloro-N- [ (IR) -2- [4- t4-f luoro-2- 

(methylsulf onyl) phenyl] -1-piperazinylJ -2-oxo-l-phenylethylI -2. 3-dihydro-2- 

OKO (9CI) {CA INDEX NAME) 

Absolute stereochemistry. 




Habte 
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RN 313487-67-1 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR) -2- (4- [4-ardnD-2- (methylsulf onyl) phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethylJ -4-chloro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-69-2 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR) -2-(4-[4-amino-2-(niethyIsulfonyl)phenyl] -1- 
piperazinyl] -2-oxo-l-phenylethyll - (9Cr) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313487-69-3 CAPLUS 

CN Benzamide, 3-amino-N-t (IR) -2-(4-(4- (aminocarbonyl) -2- 

(inethylsulf onyl) phenyl] -1-piperazinyl] -2-oxo-l-phenylethyl] -4-chloco- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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BN 313487-70-6 CAPLUS 

CN Benzamide, 3-ainino-4-chloro-N-( (IR) -2-[4-[2-(methyl3ulfonyl) -4- 

iiitrophenylJ-l-piperazinyl]-2-OKO-l-phenylethyl]- {9CI) (CA INDEX NAME) 

Absolute steceochemistry. 




UN 313487-71-7 CAPLUS 

CN Benzamide, 3-aBiinQ-N-[ (IR) -1- t4-aiiiinophenyl) -2-[4- [4-fluoro-2- 

(methylaulfonyl) phenyl] -l-piperazinyl] -2-OKoethyl] -4-chloro- (9CI) (CA 
INDEX NAME] 

Absolute atereochemistrry- 



L4 ANSWER 12 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




RN 313487-72-8 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR) -1- [4- (aminocarbonyl)phefiyl] -2-[4-(4-fluoro-2- 
(methylsulfonyl) phenyl] -l-piperazinyl] -2-oxoethyl] -4-chloro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 313487-73-9 CAPLUS 

CN Benzamide, 3-aniino-4-chloiro-N-KlR) -2- [4-{4-fluoro-2- 

(Bftthylaulfonyl) phenyl) -1-piperazinylJ -1-14-1 (methylanino) carbonyl] phenyl] 
2-Oxoethyl]- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313487-80-8 CAPLUS 

CN Benz amide , 3 - amino- 4 -chloco-N- ( 2- ( 4 - [ 4 - f luoro- 2- (me thylaulf onyl) phenyl) -1 - 
piperazinyl)-2-oxo-l-(4-piperidinyl)ethylJ- (9CI) (CA INDEX NAME) 



0 

O o 
C-NH-CH— C- 



RN 313487-81-9 CAPLUS 

CN Benzamide, 3-ainino-4-chloro-N- {2- [4- [4-f iuoro-2- (methylsulfonyl) phenyl] -1- 
pipecazinylJ-l-(l-raethyl-4-piperidinyl)-2-oxoethyl]- (9CI) (CA INDEX 
NAME) 



II 

C-CF3 



ks. JJ C- NH— CH — C- 



9 



T"' 



RN 313487-86-4 CAPLUS 

CN Benzamide, 4-chloro-N-[ (IH) -2-oxo-l-phenyl-2-t4- (4-pyridlnyl) -1- 
piperazinyl} ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



a' 




RN 313408-12-9 CAPLUS 

CN Benzamide, 3-anu.no-N-[ (IR) -1-14- (aininocacbonyl) phenyl] -2-oxo-Z- [4- 

(phenylmBthyl)-l-piperazinyl]ethyl]-4-chloro- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



^N 

kivj^^i" — c-ira-CH— c- 



RN 313487-82-0 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N- [2- (4- [4-f luoro-2- (methylsulfonyl) phenyl] -1- 
piperazinylj -2-OKo-l- f 1- (tcif luoroacetyl) -4-piperidinyl] ethyl] - (9CI) (CA 
INDEX NAME) 



Habte 




RN 3134 88 -13-0 CAPLUS 
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CN Benzamide, 3-aiiiino-N-[ (IR) -1- (4- (aminocarbonyl) phenyl} -2-(4-(2- 

(methylthio) phenyl] -l-piperazinyl]-2-08oethyl] -4 -chloro- (9CI) (CA INDEX 

NAME) 

Absolute atereochemistry. 




RN 313488-14-1 CAPLUS 

CN Benzamide, 3-amino-N-[ (IR) -1- (4- (aminocarbonyl) phenyl] -2-oxo-2- [4- (2- 
phenylethyl)-l-piperazinyl]ethyl]-4-chloro' (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH2 



RN 313488-16-3 CAPLUS 

CN Benzamide, 3-amino-M-[ (IR) -1- [4 -(aminocarbonyl) phenyl] -2- [4- (2- 

ethylphenyl)-l=plperazinyllrr2^oxoethyl]-4Tchloror (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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NH2 



RN 313488-18-5 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N- [ (IR) -l-cyclohexyl-2-f4- [4-Eluoro-2- 

(methylsulfonyl) phenyl] -l-pipBrazinyl]-2-oxoethyl]- t9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH2 



RN 31348S-19-6 CAPLUS 

CN Benzamide, 3-amino-4-chloro-N-[2-[4-[4-fluoro-2- (oethylsulfonyl) phenyl] -1- 
piperazinyl]-l-(l-naphthalenyl) -2-oxoethyl]- (9CI) (CA INDEX NAME) 
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F 




RN 313488-22-1 CAPLUS 

CN Benzamide, 4-methoxy-N-[2-[4-[2- (methylsulfonyl) phenyl] - l-piperazinyl] -2- 
oxo-1- (3-thienyl) ethyl] - {9CI) (CA INDEX NAME) 




RN 313488-23-2 CAPLUS 

CN lH-Indole-6-carboiiamide, N- [2- [4- [2- [methylsulf onyl) phenyl] -1-piperazinyl] - 
2-oxo-l-(3-thienyl)ethyll- (9CI) (CA INDEX NAME) 




Habte 
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RN 31348B-24-3 CAPLUS 

CM Benzamide, N-[l- {3-f luorophenyl) -2- [4- [2- (methylsulf onyl) phenyl] -1- 
piperazinyl]-2-oxoethyll-4-inethoBy- (9CI) (CA INDEX NAME) 




RN 313488-25-4 CAPLUS 

CN lH-Indole-6-carboxamide, N- [1- (3-f luorophenyl) -2- (4- [2- 

(methylsulfonyl) phenyl] -1-piperazinyl] -2-oxoethyl]- (9CI) (CA INDEX NAME) 




RN 313488-26-5 CAPLUS 

CN Benzamide, N-[l- (4 -f luorophenyl) -2- [4 -{2-- (methylsulf onyl) phenyl] -1- 
piperazinyll-2-oxoethyi]-4-methoxy- (9CI) (CA INDEX NAME) 



F 




RN 313488-27-6 CAPLUS 

CN lH-Indole-6-carboxamide, N- I 1- (4-f luorophenyl) -2- (4- [2- 

(methylsuifonyl) phenyl] -1-piperazinyl] -2-oxoethyl]- (9CI) (CA INDEX NAME) 
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F 



RN 313488-28-7 CAPLUS 

CN Benzamide, N- [ 1- (2-chlorophenyl) -2- (4- [2- (methylsulf onyl) phenyl] -1- 
piperazinyll-2-OKoethylJ-4-methoKy-. (9CI) (CA INDEX NAME) 




UN 3134BB-29-B CAPLUS 

CN IH-lndole-e-carboHamide, N-[l- (2-chlorophenyl) -2- [4-{2- 

(methylsulf onyl) phenyl] -l-piperazinyl]-2-OKoethyl]- (9CI) (CA INDEX NAME) 




RN 3134 88-30-1 CAPLUS 

CN Benzamide, 4-inethoxy-N-[l-(2-inethylphenyl) -2- [4-[2- (methylsulf onyl) phenyl] - S 
l-piperazinyl]-2-onoethyl]- (9CI) (CA INDEX NAME) 
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RN 313488-31-2 CAPLUS 

CN lH-Indole-6-carboxanu.de, N- [1- (2-methylphenyl) -2-[4- [2- 

(methylaulf onyl) phenyl] -l-piperazinyl]-2>oxoethyl]- (9CI) (CA INDEX NAME) 




RN 313488-32-3 CAPLUS 

CN lH-Indole-6-carboxamide, N- [ (IR) -2- [4 -[4-fluoro-2- (methylsulf onyl) phenyl] - 
l-piperazinylJ-l-(2-fluocophenyl)-2-oxoethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistcy. 




RK 313488-33-4 CAPLUS 

CN Benzoic acid, 4- [ (IR) -1- [ (lH-indol-6-ylcarbonyl) amino] -2- [4- (l-methyl-4- 
piperidinyl)-l-pipecazinyll-2-OKoethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313488-34-5 CAPLUS 

CN lH-Indole-6-carboxamide, N- [ (IR) -2- (4- (4-hydrojtn3henyl) -1-piperazinyl] -2- 
OKO-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute steceochemistcy. 



RN 313488-35-6 CAPLUS 

CN lH-Indole-6-carboxamide, 3-chloro-N-[ (lR)-^-t4-(4-hydroxyphenyl)-l- 
piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



N''''''^ Ph O 



AN 3134BB-36-7 CAPLUS 

CM Benzamide, 4-niethoxy-N- ( (IR) -1- (4-methoxyphenyl) -2- [4- [2- 

(raethyl3ulfonyl)phenyl]-l-piperazinyll-2-oxoethyl]- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 




RN 3134B8-50-5 CAPLUS 

CN Benzamide, N-t (IB)-l- (4-hydroxyphenyl) -2-(4-(2- (methylsulfonyl) phenyl] -1- 
piperazinyl]-2-oxoethyl]-4-methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313468-51-6 CAPLUS 

CN lH-Indole-6-carboxamide, N-[ (lR)-l-t4-hydroxyphenyl)-2-[4-[2- 
(methyl^ulf onyDphenyl] -1-piperazinyl] -2-oxoethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313489-20-2 CAPLUS 

CN Benzamide, 4-methoxy-N- [ (IR) -2-o«o-l-phenyl-2-[4- (4-piperidinylmethyl) -1- 
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piperazinyll ethyl] trif luoroacetate (2:5) (9CI) (CA INDEX NAME) 

CH 1 

CBN 3134B9-19-9 
CMF C26 H34 N4 03 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF 02 H F3 02 



F 
I 

F-C-C02H 
F 



Wl 313489-21-3 CAPLUS 

CN Benzamide, 4 -methoHy-N- ( (lR)-2-[4-( (l-methyl-4-piperidinyl) methylj -1- 

pipecazinyll-2-oKo-l-phenylethyl]-, hydrochloride (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




• x HCI 



HN 313489-22-4 CAPLUS 

CN Benzamide, 4 -methoMy-N- [ (IR) -2- { 4 - ( ( 1- ( 1-methylethyl) -4- 

pipecidinyl] methyl] -l-piperazinyl] -2-oxo-l-phenylethylJ trihydrochloride 



L4 ANSWER 12 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
(9CI) (CA INDEX NAMS) 

Absolute stereochemistry. 

#3 HCl 

RN 313489-23-5 CAPLUS 

CN Benzamide, 4-methoHy-N-{ (IR) -2-oKo-l-phenyl-2-[4-(3- (3-pyridinyl) propyl] -1- 
pipecazinyl] ethyl)-, hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• x HCl 

RN 313489-24-6 CAPLUS 

CN Benzamide, 4-methoiiy-N-l (IB) -2-oxo-l-phenyl-2-[l-[3- (4-pyridinyl) propyl] -1- 
piperazinyl] ethyl] hydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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•x ik:i 

RN 313489-25-7 CAPLUS 

CN Benzamide, N- [ (IR) -2- [4- (2-cyclopentylethyl) -l-piperazinyl] -2-oxo-l- 
phenylethyl) -4-methoxy-, monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereocheraiatry. 




• HCl 

HN 313489-27-9 CAPLUS 

CN Benzamide, 4-methoKy-N- ( (IR) -2-oKo-l-phenyl-2- [4- (3-pyrrolidinyl) -1- 
piperazinyl] ethyl]-, trif luoroacetate (9CI) (CA INDEX NAME) 

CM 1 . 

CRN 313489-26-8 
CMF C24 H30 N4 03 

Absolute stereochemistry. 



L4 ANStfER 12 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 




CM 2 

CRN 76-05-1 
CHF C2 H F3 02 



F 
I 

F-C-C02H 
F 



RN 313489-28-0 CAPLUS 

CN Benzamide, 4-raethoiiy-N- [ (IR) -2-oxo-l-phenyl-2- [4-(2- (4-pyridinyi) ethyl] -1- 
piperazinyl] ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313489-29-1 CAPLUS 

CN Benzamide, 4-methQHy-N-;[ (IR) -2- [4- (l-methyl-3-pyrrolidinyl) -l-piperazinyl] - 
2-OHo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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He 

1 




BN 313489-30-4 CAPLUS 

CN Benzamide. 4 -methoKy-N- { (IB) -2- [4- [1- (l-«ethylethyl) -3-pyrrolidinyl] -1- 
piperazinyl) -2-oxo-l-phenylethylJ- {9CI) (CA INDEX NAHE) 

Absolute atereochemistry. 



i-Pr 
I 




RN 313489-58-6 CAPLUS 

CN Benzamide, 4-methoxy-H- [ (IR) -2-oiio-l-phenyl-2-{4- (Z-pyrldinylnethyl) -1- 
piperazinylj ethyl]- {9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 




RN 313489-59-7 CAPLUS 

CN Benzamide, 4-methoKy-N- ( (IB) -2-OHO-l-phenyl-2-[4- (3-pycidinylniethyl) -1- 
piperazinyl] ethyl) - (9CI) (CA INDEX NAME) 
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Absolute steceochemiatty. 




RN 313489-60-0 CAPLUS 

CN Benzamide, 4-inethoKy-N- [ (IR) -2-OKo-l-phenyl-2- t4- (4-pyridinyi(nethyl) -1- 
piperazinyl] ethyl]- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




BN 313489-61-1 CAPLUS 

CN Benzamide, 4-methoiiy-lf-[ (lR)-2-o»o-l-phenyl-2-[4-(2-phenylethyl)-l- 
pipera^inyl]ethyll - (9CI) (CA INDEX NAME) 

Abaolute atereochemiatry. 




RN 313489-62-2 CAPLUS 

CN Benzamide, N- t (IR) -2- [4- (1-ethylpropyl) -l-piperazinyl] -2-OKO-l- 
phenylethylJ-4-methoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemiatry. 
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Et2CH^ 




RN 313489-63-3 CAPLUS 

CN Benzamide, N-[ (IR) -2- (4-cyclopentyl-l-piperazinyl) -2-oxo-l-phenylethyl] -4- 
■ethoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 3134B9-64-4 CAPLUS 

CN Benzamide, 4 -methoxy-N- [ (IR) -2-oxo-l-phenyl-2- [4- (tetrahydro-2H-thiopy^an- 
4-yl) -1-piperazinyl] ethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313499-65-5 CAPLUS 

CN Benzamide, N- [ (IR) -2- [4- (2, 3-dihydro-lH-inden-2-yl) -l-piperazinyl] -2-o»o-l- 
phenylethyl]-4-methoxy- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 313489-66-6 CAPLUS /- 
CN Benzamide, 4-methoxy-N- [ (IR) -2-oxo-l-phBnyl-2- [4- (phenylmethyl) -1- 
piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313489-67-7 CAPLUS 

CN Be nzamide , N-((lR)-2-t<-( cyclohexylmethyl) - 1 -pi pe tazi nyl] -2-oxo-l - 
phenylethyll-4-methoxy- (9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 




RN 313489-70-2 CAPLUS 

CN Benzamide, 4-methoxy-N-{ (lR)-2-(4-(l-methyl-4-piperidinyl)-l-pipacazinyl] - 
2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




Habte 
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RN 313489-71-3 CAPLUS 

CN lH-Indole-6-carboxaiiiide, N-[ (lR)-2-[4-(l-methyl-4-plpe^idinyl)-l- 
plperazinyl] -2-oxo-l-phenylethylJ - (9CI) (CA INDEX WAME) 

Absolute stereochemistry. Rotation (-) . 




HN 313489-72-4 CAPLUS 

CN lH-Indole-6-carboxaiiiide, 3-niBthyl-N- [ (IR) -2-14- (l-inBthyl-4-pipBridinyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 3134B9-73-5 CAPLUS 

CN lH-Indole-6-carboKamide, 3-chloco-N- [ (IR) -2-[4- (l-methyl-4-pipecidinyl) -1- 
piperazinyl)-2-oxo-l-phenylethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 16 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
Absolute stereochemistry. 




Cl 



RN 313690-67-4 CAPLUS 

CN Benzamide, 4-methoicy-N-( (lR)-2-[4- (4-methylcycloheKyl) -1-piperazinylJ -2- 
oxo-l-phenylethyll- |9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 313490-70-9P 313490-72-lP 313490-73-2P 
313490-74-3P 313490-75-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation): PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of amino acid derivs. as serine protease inhibitors) 
RN 313490-70-9 CAPLUS 

CN l-Piperazinecarboxylic acid, 4- [ (2R) - [ (4-inethoxybenzoyl) amino] phenylacetyl 
]-, 1,1-dimethylethyl ester (i9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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t-BuO' 




RN 313490-72-1 CAPLUS 

CN Benzamide, 4-methoxy-N-t (lR)-2-oxo-l-phenyl-2- (l-piperazinyl) ethyl] 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 313490-71-0 
CMF C20 H23 N3 03 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CHF C2 H F3 02 



F 
I 

F-C-CO2H 
F 



RN 313490-73-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-{ (4- [ (2R) -( (4-methoxybenzoyl) amino) phenylac 
etyl]-l-piperazinylj methyl]-, 1,1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 313490-74-3 CAPLUS 

CN Benzamide. N- [ (IR) -2- [ 4- (2-cyclopentylethyl) -l-piperazinylj -2-oxo-l- 
phenylethyl]-4-nietho3iy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 313490-75-4 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [4- [ (2R) -( (4-methoKybenzoyl) amino) phenylac 
etyl]-l-piperazinyl]-, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Habte 
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R1r2N'^NR1 



cy 
1 

X-X— Y— I.-Lp(D) n 




CO-N CO-OCH2CH2- 



Y 



alkyl 



Title eompds. I [Rl, R2 = H, OH, alkoHy, alkyl, aiainoalkyl. hydroxyalkyl. 
alkoKyalkyl, alkoKycarbonyl, acyloKymethoxycarbonyl or alkylaraino 
optionally substituted by hydroxy, alkylamino, alkoxy, 0x0, aryl, 
cycloalkyl; R3 » Rl, R2, amino, halo, cyano, nitre, thiol, alkylthio, 
alkylsulf onyl, alkylsulf enyl. alkylsulf onamido, alkylaminosulfonyl, 
haloalkoxy, haloalkyl; X - C, N, 0, S, CO, CRl, C(R1J2, NRl with at least 
one X being C, CO, CRl or C(R1)2, with the proviao that if the benzamidine 
group is unsubstituted and the X-X group is -CH2C(R1)2-, then Rl = H or' 
attached to the alkylene carbon atom by a heteroatoin; L - organic linker 
containing 1-5 backbone atoms selected from C, N, O and S, or a branched 



or cyclic group; Y = N, CRl; YL = cyclic group; Cy = (un) saturated, 
(poly) cyclic, (he tero) cyclic group optionally substituted by groups R3 or 
Ph optionally substituted by R3; Lp = lipophilic alkyl, heterocyclic, 
alkenyl, alkaryl, (poly) cycloalkyl, cycloalkenyl, aryl, aralkyl, 
haloalkyl, or a combination of two or more such groups optionally 
substituted by oxa, 0x0, aza, thio, halo, amino, hydcoKy or by R3j D =■ H 
bond donor group; n = 0-2] and their physlol. tolerable salts were prepared 
aa serine protease inhibitors useful as antithrombotic agents. Synthesis 
methodol. for preparing some I was provided, and common starting materials 
were Fmoc- or Hoc- (D) -phenylglycine and m-amidinobenzoic acid. 
Descriptions of enzyme assays were given, but no enzyme inhibition data 
was provided for I. To measure the antithrombotic activity, a partial 
thromboplastin time test assay was done, and for example, 

m-amidinobenzoyl-D-phenylglycine ester II (preparation not given, but IH NHR 
characterization data provided), at 1.9 mM concentration, doubled the 

:ting / 
tinie- 

221237-6e-9P 221237-74-7P 221237-81-6P 
221237-90-7P 221237-98-5P 221238-06-BP 

221240- 62-6P 221240-91-lP 221240-97-7P 

221241- Oa-Sp 221241-09-4P 221241-14-lP 
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221241- 19-6P 221241-24-3P 221241-29-8P 

221242- I8-8P 221242-26-8P 221242-30-4P 
221242-34-8P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use) I 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of meta-benzanidine derlvs. of amino acids or dlpeptides as 
serine protease inhibitors) 
RN 221237-68*9 CAPLUS 

CN Benz ami de , N - [ ( IR) -2- ( 4 - ( 4 -acetylphe nyl) -1 -pipe r azi ny 1] -2-oxo- 1 - 
phenylethyl]-3-(aniinoiminomethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221237-74-7 CAPLUS 

CN Benzamide, 3- (afflinoiminomethyl)-N-[ (IR) -2- [4- {4-methoxyphenyl) -1- 
piperazinyll-2-oxo-l-phenylBthyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221237-01-6 CAPLUS 

CN Benzamide, 3- (aminoiminoraethyl) -N- [ (IR) -2- [4- (4-chlorophenyl) -1- 
piperazinyl]-2-OKO-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221237-90-7 CAPLUS 

CN Benzamide, 3-(anu.nolminomethyl)-N>[ (lR)-2-oxo-l-phe^yl•■2>(4-phenyl-l- 
plperazinyl) ethyl} - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221237-98-5 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N-[ (IR) -2-t4-[ (4-methylphenyl) sulf onyl] -1- 
piperazinyl]-2-oxo-l-phenylethylJ- (9CI] (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221238-06-B CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N-[ (IR) -2- (4-benzoyl-l-plpBrazinyl) -2-oxo- 
1-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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RN 221240-62-6 CAPLUS 

CN Carbaraic acid, ( {3-[ ( [ (IR) -2-(4- (4-chlocophenyl) -1-pipecazinyl] -2-oxo-l- 
phenylethyl] amino] carbonyl] phenyl] iminomethylj-, ethyl estec t9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 221240-91-1 CAPLUS 

CN Benzamide, 3- (aminolminomethyl) -N-[ (IR) -2'[4- (4-nitrophenyl) -1- 
piperarinylJ-2-oxo-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN. 221240-97-7 CAPLUS 

CN Benzamide, 3- (anvinoiminomethyl) -N- [ (IR) -2- [4- (4-aminophenyl) -1- 
piperazinyl]-2-oHo-l-phenylethyl}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-03-8 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- (4- (4-f luorophenyi) -1- 
piperarinyl]-2^oxo-l-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-09-4 CAPLUS 

CN Benzamide, 3- (aminoiiitinomethyl) >N- [ (lR)-2-oHo-l-phenyl-2-[4-(4-pycidinyl)- 
l-piperazinyl] ethyl}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-14-1 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2-OKO-l-phenyI-2-[4- {2-pyridinyl) - 
l-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemiatry. 
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RN 221241-19-6 CAPLUS 

CN Benzamide, 3- (aminoininomethyl) -N- [ (IR) -2-oKo-l-phenyl-2- [4- (phenylmethyl) - 
l-plperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute steceochenistcy. 




RN 221241-24-3 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N- [ (IR) -2- [4- (3-chIorophenyl) -1- 
piperazinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221241-29-8 CAPLUS 

CN Benzamide, 3- (aminoiminomethyl) -N-[ (IR) -2- [4- {2-chlorophenyl)-l- 
pipei:azinyl]-2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221242-18-8 CAPLUS 

CN Prc^anoic acid, 2, 2-diinethyl-, { [ [ [ [3-[ [[ (IR) -2-[4- (4-chlorophenyl)-l- 

piperazinyl] -2-OHO-l-phenylethyl] amino] carbonyl] phenyl] iminomethyl] amino] c 
arbonyl]o>iy] methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochendstry. 



PAGE 1-A 




PAGE 1-B 



^Bu-t 

RN 221242-26-fl CAPLUS 

CN Carbamic acid, [ 13- ( [ [ (IR) -2- [4- (4-chlorophenyl) -l-piperazinyl] -2-oko-1- 
phenylethyl] amino] carbonyl] phenyl) iininomethyl] phenylmethyl ester (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 



Habte 



11/23/2004 
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RN 221242-30-4 CAPLUS 

CN Cacbamic acid, [ (3-[ [ [ (IB) -2-[4- (4-chlorophenyl) -1-piperazinyl) -2-oxo-l- 
phenylethyl] amino] carbonyl) phenyl] iminomethyl] 1, l-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




YOBu-t 



RN 221242-34-8 CAPLUS 

CN Benzamide, 3-[ (acetylamino) iminomethyl] -N-[ (IR) -2- [4- (4-chlorophenyl) -1- 
piperazinyl]-2-0Ho-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Aminoisoquinoline amino acid derivs. I [Rl =• H, halo, cyano, nitro, 

hydroxy, amino, alkoxy, alkyl, aminoalkyl, hydroxyalkyl, thiol, allcylthio, 
aminosulf onyl, alkoxyalkyl, alkoxycarbonyl, acyloxymethoxycarbonyl or 
alkylamino (optionally substituted); R2 = H, halo. Me, amino, hydroxy, or 
oxo; and R is X-X-Y(R7) -L-Lp(D) n, where each X independently is a C, N, O 
or S atom or a CO, CRl, CR12 or NBl group; Y is a nitrogen atom or a CRl 
group or Y and L taken together form a cyclic group; R7 is a lipophilic 
group selected from alkyl, alkenyl, mono- or bi-cycloalkyl, aryl, 
heteroairyl, mono- or bicycloalkylalkyl, mono- or bicycloalkylalkenyl, 
aralkyl, heteroaryl- alkyl, arylalkenyl, heteroarylalkenyl, all optionally 
substituted by a group Rl; L is an organic linker group containing 1 to 5 
backbone atoms selected from C, N, O and S, or a branched alkyl or cyclic 
group; Lp is a lipophilic organic group selected from alkyl, heterocyclic, 
alkenyl, alkaryl, cycloalkyl, polycycloalkyl, cycloalkenyl, aryl, aralkyl 
or haloalkyl group or a combination of two or more such groups optionally 
substituted by one or more of oxa, thia, aza or Rl groups; D is a hydrogen 
bond donor group; and n is 0, 1, or 2] or their 3,4-dihydro derivs. were 
prepared as serine protease inhibitors. Thus, l-aminoisoquinolin-7-oyl-D- 
phenylglycine-4-methoxybenzylamide was prepared by anddation of 
Boc-D-phenylglycine with 4-methylbenzylamine, followed by deprotection and. 
coupling with l-aminoi3oquinoline~7-carboxylic acid trif luoroacetate. 

IT 221049-B5-0P 221049-B6>1P 221049-87-2P 
22i049-Be-3P 221049-89-4? 221049-90-7P 
221049-91-8P 221049-92-9P 221049-93-0? 

221049- 94-lP 221049-95-2P 221049-96-3P 

221050- 1I-9P 221O50-12-OP 221050-13-lP 
221050-14-^2? 221050-15-3P 221050-16-4P 
22105Q-17-5P 2210SO-18-6P 221050-19-7P 
221050-20-OP 221050-21-lP 22I050-22-2P 
221050-23-3P 221050-24-4» 221050-2S-5P 
221050-26-6P 2210S0-27-7P 221050-26-8? 
221050-62-OP 

RL: SPN (Synthetic preparation) ; THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of aminoisoquinoline peptidyl derivs. as serine protease 
inhibitors) 
RN 221049-85-0 CAPLUS 

CN 7-IsoquinolinecaFboxanide, l>araino>N-[ (IR) -2-oxo>l>phenyl-2-[4- (4- 
pyridinyl)-l-piperazinyl] ethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CN 7-Iaoquinolinecarboxamide, l-amino-]1-[ {lB)-2-[4- (4-aminophenyl) -1- 
piperazinylJ-Z-OKO-l-phenylethyl]- (9CI) (CA INDEX NAME) 
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Absolute stereochendstcy. 




RN 221049-87-2 CAPLUS 

CM 7-l9oquinolinecarboxamide, 1-amino-N-t (IR) -2-OKO-l-phenyl-2- (4-phenyl-l- 

piperazinyl) ethyl}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Ph 



RN 221049-88-3 CAPLUS 

CN 7-l30quinolinecarboKamide, 1-amino-N- [ (IR) -2-oxo-l-phenyl-2-t4- (3- 
pyridinyl) -l-piperazinyljethylj- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221049-89-4 CAPLUS 

CN 7-Isoquinolinecarboxamide, l-ajiino-N-[ (lR)-2-oxo-l-phenyl-2-(4-(2- 
pyridinyl) -1-piperazinyllethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



; Habte 
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RN 221049-90-7 CAPLUS 

CN 7-Isoqiu.nolinecarboxainide, l-aiaino-N- [ (IR) -2-080-l-phenyl-2- [4- [3- 

(trifluocoraethyl) phenyl] -1-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 

Absolute 3tereocherii3try. 




RN 221049-91-8 CAPLUS 

CN 7-l3oquinoliRecarboxamide, l-aniino-N-[ (IR) -2- [4- (2-niethoxyphenyl) -1- 
pipeirazinyl]-2-oiiQ-l-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221049-92-9 CAPLUS 

CN 7-l3oquinolinecacbQKamide, lTamino-N-[ (IR) -2^ ( 4 - (ZTinethylphenyl) -1- 
pipeca2inyi)-2-oxo-l-phenylethyll- (9C1) (CA INDEX NAME) 

Absolute atereochemlstcy. 
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RN- 221049-93-0 CAPLUS 

CN 7-l3oquinolinecarboxaniide, 1-amino-N- [ (IR) -2- [4- (1, 3-benzodioxol-5- 
ylmethyl)-l-pipecazinyl}-2-a]{o-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221049-94-1 CAPLUS 

CN 7-Isoquinolinacarboxainide, l-amino-N- [ (IR) -2-[4- (4-fluorophenyl) -1- 
piperazinyl)-2-oKo-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute stereochenistcy. 




RN 221049-95-2 CAPLUS 

CN 7-l3oquinolinecarboKaiiu.de, l-amino-N- [ (IR) -2- [4- (2-chlorophenyl) -1- 
piperazinyl]-2-oxo-l-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221049-96-3 CAPLUS 

CN 7-l3oquinolinecarbosamide, l-amino-N- [ (IR) -2-oxo-l-phenyl-2- [4- (2- 
pyrimidinyl)-l-pipecazinyljethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-11-9 CAPLUS 

CN 7-1 soqui noli necarboxamide, l-amino-N- [ (IR) -2- [4- {4-chlorophenyl) -1- 
piperazinylJ-2-OKO-l-phenylethyll- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 2210SO-12-0 CAPLUS 

CN 7-Isoquinolinecarboiianiide, l-amino-N- ( (IR) -2- [4- (4-hydroxyphenyl) -1- 
pipecazinyi]-2-oxo-l-phenylethylJ- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221060-13-1 CAPLUS 

CN 7-l3oquinolinecarboxamide, l-amino-N~{ (IR) -2-t4- (4-nitrophenyl) -1- 
piperazinyl]-Z-OKo-l-phenylethylJ~ (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-14-2 CAPLUS 

CN 7-l3oquinolirecarboxamide, l-amino-N- [ (IR) -2-[4- (4-methylphenyl) -1- 
pipecazinyl] -2-oHo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-15-3 CAPLUS 

CN 7-Isoquinolinecarbo8amide, l-amino-N- [ (IR) -2-[4- (4-methoxyphenyl) -1- 
piperazinyl] -2-OKO-l-phenylethylJ - (9CI) (CA INDEX NAME) 

Absolute steceochemistcy. 



Habte 
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BN 2210S0-16-4 CAPLUS 

CN 7-1 9oquinoli neca tboxamide , 1 - ani no-N- ( 1 - ( 4 - f luorophenyl ) - 2 - [ 4 - ( 4 - 
fluorophenyl) -l-piperazinyl]-2-oKoethyl]- (9CI) (OA INDEX NAME) 




RN 221050-17-5 CAPLUS 

CN 7-IaoquinolinecacboiiaQiide, l-aniino-N-( (lB)-l-cyclohe8yl-2- [4- (4- 
f luorophenyl) -1-piperazinyl] -2-oiioethyl] - (9CI) (OA INDEX NAHE) 

Absolute stereochemlstcy. 




RN 221050-18-6 CAPLUS 

CN 7-l3oquinolinecarboKamide, l-amino-N- [ (IR) -2- [4- (3-chlorophenyl) -l- 
pipecazinylj -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute steceochemlstry. 
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RN 221050-19-7 CAPLUS 

CN 7-IsoquinQlinecarboxamide, l-amino-N- [ (IR) -2-[4- (3-n>ethylphenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-20-0 CAPLUS 

CN 7-Isoquinolinecarboxainide, l-amino-N- [ (lR)-2-[4- ( 3-methoxyphenyl) -1- 
pipera2inyl]-2-oiio-l-phenylethylJ- (9CI) (CA INDEX NAME) 

Absolute atereocherniatry. 




RN 221050-21-1 CAPLUS 

CN 7-1 soqui nolineca rboxamide , 1 - ami no-N- [(lR)-2-[4-( 2- Eluoropheny 1 ) - 1 - 
piperazinyl] -2-OKO-l-phenylethyl) - (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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RN 221050-22-2 CAPLUS 

CN 7-1 soqui nolineca rboxamide, l-aiQino-N-[ (lR)-2-[4- (2-hydraKyphenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-23-3 CAPLUS 

CN 7-1 soquinolineca rboxamide, l-araino-N-[ (IR) -2- [ 4- (2, 4 -di f luorophenyl) -1 - 
piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-24-4 CAPLUS 

CN 7-l5oquinolinecarboxamide, l-amino-N- [ (IR) -2- [4- (2, 3-dimethylphenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl]- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 221050-25-5 CAPLUS 

CN 7-Isoquinolinecarboxamide, l-amino-N- [ (IR) -2- [4- (2, 4^dimethylphenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 221050-26-6 CAPLUS 

CN 7-1 soquinolinecarboxamide, l-amino-N- [ (IR) -2- [4- (2, 6-dimethylphenyl) -1- 
piperazinyl] -2-oxo-l-phenylethyl]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 




RN 221050-27-7 CAPLUS 

CN 7-l30quinolinecacboxamide, l-amino-N- { (IR) -2- [4- (2, 5-dimethylphenyl) -1- 
piperazinyl)-2-OKo-l-phenylethyll- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 
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WJ 221050-28-8 CAPLUS 

CN 7-IsoquinolinecarboHaniide, l-ainiiio-M-[ (IR) -l-cyclohexyl-2-oxo-2- [4- (4- 
pryridinyl)-l-plperazinyl1 ethyl]- (CA INDEX NAME) 

Absolute atereochemistry. 




RN 221050-62-0 CAPLUS 

CW 7-l9oquinolinecarboxamide, l-amino-N-[ (IR) -2-oxo-l-phenyl-2-[4- (4- 
pyriraidinyD-l-piperazinyl] ethyl]- (9C1) (CA INDEX NAHE) 

Absolute atereochemistry. 
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Drugs, in particular, bone resorption inhibitors containing as the active 
ingredient compds . having selective cathepain K inhibitory effects, among 
all, proline derivs. represented by general formula (I) or 
pharmaceutically acceptable salts thereof, wherein each symbol has the 
meaning as specified belov: X: a moiety (except for the C-terninal 
catbonyl group) of an amino acid residue with its side chain optionally 
protected; Rl: an ami no-protective group; G: a glycine residue; n: 0 oc 1/ 
R3: a group inhibiting the activity of the SH group of cysteine protease; 
and R4: hydrogen, hydroiry or Ph. 
202281-95-6P 

RL: BAC (Biological activity or effector, eKcept adverse) ; BSU (Biological 
study, unclassified) 7 SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(bone resorption inhibitors) 
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CN 1-Pyrrolidinecarboxylic acid, 2- [ [ [2-QKo-l-phenyl-2- (1- 

piperazinyl) ethyl] amino] carbonyl] -, phenylmethyl ester, (S-(R*,R*)]- 
(CA INDEX NAME) 

Absolute stereochemistry. 
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AB The title compds. [Ii R, Rl = OH, alkoxy, halo, H, dialkyl phosphate 

residue, etc.) or RRl » 0CH20; Y - CH:CH, (CH2)n; m = 0, 1; Yl = Q, Ql; A 
« NH, Oi Al - CH2, CO; n = 6-20; X » OH, H, alkoxycarbonyl; XI = H, 
(halo) phenyl; however, when Yl = gi, R ° Rl = OH] and their 
pharmaceutically acceptable salts, inhibitors of particularly 
5-lipoxygenaae, useful for treatment of asthma, etc., are prepared Stirring 
a miKt of (hydroxyethyl) piperazine II {R2 = H, R3 = tetrahydco-2-pyranyl] 
with cinnamic acid in CH2C12 containing 4 - (dime thyiami no) pyridine and 
dicyclohexylcarbodiimide at room temperature for 24 h gave, after 

deprotection 

by refluxing in Me(SI containing p-HeC6H4C03H, 691 title compound II [R2 ■=> 
cinnamoyl. R3 ° H] . The IC50 values for the title compound II [R2 * 
3,4-(OH)2C6H4CH2CO, R3 » H] are 9.9 and 0.32 jiM against cyclooxygenase 
and 5-lipoxygenase, resp. Tablets, granules, capsules, etc., containing I 
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